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HETEROBICYCLIC COMPOUNDS 

TECHNICAL FIELD OF THE INVENTION 

The present invention relates to heterobicyclic 
compounds or pharmaceutically acceptable salts thereof which 
have glucose concentration-dependent insulin secretion 
promoting action or suitable hypoglycemic action and is 
useful as a therapeutic agent for diabetes. 

BACKGROUND OF THE INVENTION 

Diabetes is caused by a metabolic abnormality mainly of 
glycometabolism, resulting from insufficient insulin 
secretion, decreased sensitivity of target cells of insulin 
or the like, and principally characterized by noticeable 
hyperglycemia. If the hyperglycemia continues for a long 
period of time, serious complications arise in various 
organs and nerves, such as retinopathy, nephropathy, or 
neuropathy, which are caused mainly by vascular lesion. 
Therefore, for the treatment of diabetes, it is extremely 
important to control and maintain a blood glucose level at a 
normal level, and methods for that purpose have been studied 
since old days. 

For a type of diabetes where onset is gradual and 
insulin therapy is not necessarily required for life support 
(non-insulin dependent diabetes mellitus: NIDDM) , a blood 
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glucose level can be controlled by combination of exercise 
therapy and drug therapy. As the drugs, insulin secretion 
promoters, one of orally available hypoglycemic agents, have 
widely been used clinically. However, since currently 
available insulin secretion promoters all promote insulin 
secretion independent of a glucose level, they cause 
problems of severe hypoglycemia or insufficient control of 
blood glucose if doses are not appropriate, and are not 
fully satisfactory drugs. If a hypoglycemic agent can be 
provided that is capable of promoting insulin secretion 
depending on a blood glucose level, the agent is expected to 
be extremely useful for blood glucose control of patients 
suffering from diabetes because the risk of hypoglycemia due 
to an excess dosage can be avoided. 

Japanese Published Unexamined Patent Application 
(Kokai) No. 91-204880; Journal of Medicinal Chemistry (J. 
Med. Chem.), vol.35, p. 3578, 1992; Journal of Medicinal 
Chemistry (J. Med. Chem.), vol.36, p. 2508, 1993; W098/15555 
and WO00/1388 disclose that compounds including a 2,3- 
dihydroimidazo [1, 2-c] pyrimidine or 2, 3-dihydroimidazo [1, 2- 
a] pyridine structure as a part of their structure have 
diuretic action, antiasthmatic action, antidemential action, 
bronchodilatation action, antiallergic action, antiulcer 
action, or hypoglycemic action. 

Also WO01/47931 discloses that condensed purine 
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derivatives have insulin secretion promoting action and 
hypoglycemic action. 

SUMMARY OF THE INVENTION 

An object of the present invention is to provide a 
compound useful for preventive and/or therapeutic treatment 
of diabetes or complications of diabetes. 

The present invention thus relates to the following (1) 
to (24) . 

(1) A compound represented by Formula (I): 



hydrogen atom, substituted or unsubstituted lower alkyl, 
substituted or unsubstituted aralkyl, substituted or 
unsubstituted lower alkenyl, or substituted or unsubstituted 
lower alkynyl) , N=C-NR 6 R 7 [wherein R 6 and R 7 may be the same 
or different and each represents a hydrogen atom, 
substituted or unsubstituted lower alkyl, substituted or 
unsubstituted aralkyl, substituted or unsubstituted lower 
alkenyl, substituted or unsubstituted lower alkynyl, 
substituted or unsubstituted aryl, or a substituted or 
unsubstituted heterocyclic group; or R 6 and R 7 , are combined 




{wherein X— Y--Z represents R 5 N-C=0 (wherein R 5 represents a 
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together with the adjacent nitrogen atom thereto to form: 

(wherein n represents an integer of 1 to 3; W represents 
-CH 2 -/ -CH=CH-, -NH-, a sulfur atom, or an oxygen atom; and 

R 8 and R 9 may be the same or different and each represents a 
hydrogen atom, substituted or unsubstituted lower alkyl, 
substituted or unsubstituted aralkyl, substituted or 
unsubstituted aryl, a substituted or unsubstituted 
heterocyclic group, substituted or unsubstituted lower 
alkoxycarbonyl, substituted or unsubstituted lower alkanoyl, 
substituted or unsubstituted aroyl, substituted or 
unsubstituted heteroaroyl, a halogen atom, amino, nitro, 
cyano, hydroxy, oxo, carboxy, carbamoyl, mono or 
di (substituted or unsubstituted lower alkyl) amino, 
substituted or unsubstituted lower alkanoylamino, 
substituted or unsubstituted lower alkoxy, substituted or 
unsubstituted aralkyloxy, or substituted or unsubstituted 
lower alkanoyloxy) ] , or C=C-NR 6a R 7a (wherein R 6a and R 7a have 
the same meanings as R 6 and R 7 defined above, respectively) ; 
R 1 and R 2 may be the same or different and each represents a 
hydrogen atom, substituted or unsubstituted lower alkyl, 
substituted or unsubstituted aralkyl, substituted or 
unsubstituted lower alkenyl, substituted or unsubstituted 
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lower alkynyl, substituted or unsubstituted aryl, a 
substituted or unsubstituted heterocyclic group, a halogen 
atom, carboxy, substituted or unsubstituted lower 
alkoxycarbonyl, or C (=0) -NR 6b R 7b (wherein R 6b and R 7b have the 
same meanings as R 6 and R 7 defined above, respectively) ; and 
R 3 and R 4 may be the same or different and each represents a 
hydrogen atom, substituted or unsubstituted lower alkyl, 
substituted or unsubstituted lower alkenyl, substituted or 
unsubstituted aralkyl, or a substituted or unsubstituted 
heterocyclic group; or R 3 and R 4 are combined together with 
the adjacent nitrogen atom thereto to form: 

R 8a 
N I a K 

Hf 

na 

(wherein na, W a , R 8a , and R 9a have the same meanings as n, W, 
R 8 , and R 9 defined above, respectively)}, or a 
pharmaceutically acceptable salt thereof. 

(2) The compound or the pharmaceutically acceptable salt 
thereof according to (1), wherein X — Y--Z is R 5 N-C=0 
(wherein R 5 has the same meaning as defined above) . 

(3) The compound or the pharmaceutically acceptable salt 
thereof according to (1), wherein X — Y — Z is N=C-NR 6 R 7 
(wherein R 6 and R 7 have the same meanings as defined above, 
respectively) . 

(4) The compound or the pharmaceutically acceptable salt 
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thereof according to (3), wherein R 6 and R 7 are not hydrogen 
atoms simultaneously . 

(5) The compound or the pharmaceutically acceptable salt 
thereof according to (3), wherein R 6 is a hydrogen atom and 
R 7 is substituted or unsubstituted pyrrolidinyl . 

(6) The compound or the pharmaceutically acceptable salt 
thereof according to (1), wherein X — Y — Z is C=C-NR 6a R 7a 
(wherein R 6a and R 7a have the same meanings as defined above, 
respectively) . 

(7) The compound or the pharmaceutically acceptable salt 
thereof according to (6), wherein R 6a and R 7a are not 
hydrogen atoms simultaneously. 

(8) The compound or the pharmaceutically acceptable salt 
thereof according to any one of (1) to (7), wherein either 
R 1 or R 2 is a hydrogen atom and the other is substituted or 
unsubstituted lower alkyl, or substituted or unsubstituted 
aralkyl; or R 1 and R 2 may be the same or different and each 
is substituted or unsubstituted lower alkyl. 

(9) The compound or the pharmaceutically acceptable salt 
thereof according to any one of (1) to (7), wherein R 1 is a 
hydrogen atom and R 2 is aralkyl. 

(10) The compound or the pharmaceutically acceptable salt 
thereof according to any one of (1) to (9), wherein R 3 is a 
hydrogen atom and R 4 is lower alkyl. 

(11) The compound or the pharmaceutically acceptable salt 
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thereof according to any one of (1) to (9), wherein R 3 is a 
hydrogen atom and R 4 is substituted or unsubstituted aralkyl. 

(12) A pharmaceutical composition which comprises the 
compound or the pharmaceutically acceptable salt thereof 
according to any one of (1) to (11). 

(13) A preventive and/or therapeutic agent for diabetes, 
which comprises the compound or the pharmaceutically 
acceptable salt thereof according to any one of (1) to (11). 

(14) A preventive and/or therapeutic agent for complication 
of diabetes, which comprises the compound or the 
pharmaceutically acceptable salt thereof according to any 
one of (1) to (11) . 

(15) An insulin secretion promoter which comprises the 
compound or the pharmaceutically acceptable salt thereof 
according to any one of (1) to (11) . 

(16) A hypoglycemic agent which comprises the compound or 
the pharmaceutically acceptable salt thereof according to 
any one of (1) to (11) . 

(17) A method for preventing and/or treating diabetes, which 
comprises administering an effective amount of the compound 
or the pharmaceutically acceptable salt thereof according to 
any one of (1) to (11) . 

(18) A method for preventing and/or treating a complication 
of diabetes, which comprises administering an effective 
amount of the compound or the pharmaceutically acceptable 
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salt thereof according to any one of (1) to (11) . 

(19) A method for promoting insulin secretion, which 
comprises administering an effective amount of the compound 
or the pharmaceutically acceptable salt thereof according to 
any one of (1) to (11) . 

(20) A method for decreasing blood glucose level, which 
comprises administering an effective amount of the compound 
or the pharmaceutically acceptable salt thereof according to 
any one of (1) to (11) . 

(21) Use of the compound or the pharmaceutically acceptable 
salt thereof according to any one of (1) to (11) for the 
manufacture of a preventive and/or therapeutic agent for 
diabetes . 

(22) Use of the compound or the pharmaceutically acceptable 
salt thereof according to any one of (1) to (11) for the 
manufacture of a preventive and/or therapeutic agent for a 
complication of diabetes. 

(23) Use of the compound or the pharmaceutically acceptable 
salt thereof according to any one of (1) to (11) for the 
manufacture of an insulin secretion promoter. 

(24) Use of the compound or the pharmaceutically acceptable 
salt thereof according to any one of (1) to (11) for the 
manufacture of a hypoglycemic agent. 

Hereinafter, the compounds represented by Formula (I) 
are referred to as Compound (I) . The same shall apply to 
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the compounds of the other formula numbers. 

Explanations of terminologies used to define each group 
in formula (I) are as follows: 

Examples of the lower alkyl and the lower alkyl 
moieties of the lower alkoxy, lower alkoxycarbonyl , mono or 
di (lower alkyl) amino, lower alkanoyl, lower alkanoyloxy, and 
lower alkanoylamino include, for example, straight-chain, 
branched, or cyclic alkyl, as well as a combination thereof, 
which have 1 to 10 carbon atoms, such as methyl, ethyl, 
propyl, isopropyl, cyclopropylmethyl , butyl, sec-butyl, 
tert-butyl, cyclobutyl, pentyl, neopentyl, cyclopentyl, 
hexyl, cyclohexyl, cyclohexylmethyl , heptyl, cycloheptyl, 
octyl, cyclooctyl, nonyl, decyl and the like. Two lower 
alkyl moieties of the di (lower alkyl) amino may be the same 
or different. 

Examples of the lower alkenyl include, for example, 
straight-chain, branched, or cyclic alkenyl, as well as a 
combination thereof, which have 3 to 10 carbon atoms, such 
as allyl, 2-butenyl, 3-butenyl, 4-pentenyl, 2-(l- 
cyclohexenyl) ethyl, 6-octenyl, 2, 6-octadienyl, decenyl and 
the like. 

Examples of the lower alkynyl include, for example, 
straight-chain or branched alkynyl which have 3 to 6 carbon 
atoms, such as propargyl, 3-butynyl, 5-hexynyl and the like. 

Examples of the aryl and the aryl moiety of the aroyl 
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include, for example, 5- to 14-membered monocyclic, bicyclic, 
or tricyclic aryl, such as phenyl, naphthyl, indenyl, 
anthranyl and the like. 

Examples of the aralkyl and the aralkyl moiety of the 
aralkyloxy include, for example, aralkyl which have 7 to 13 
carbon atoms, such as benzyl, phenethyl, phenylpropyl, 
benzhydryl, naphthylmethyl and the like. Bicyclic aralkyl 
formed by aryl bonded to branched alkyl at two positions, 
such as indanyl, 1, 2 , 3, 4-tetrahydronaphthyl, 6,7,8,9- 
tetrahydro-5H-benzocycloheptyl and the like, are also 
included thereto. 

Examples of the heterocyclic group include an alicyclic 
heterocyclic group and an aromatic heterocyclic group. 
Examples of the alicyclic heterocyclic group include, for 
example, a 3- to 8-membered monocyclic alicyclic 
heterocyclic group containing at least one atom selected 
from a nitrogen atom, an oxygen atom, and a sulfur atom; and 
a bicyclic or tricyclic condensed alicyclic heterocyclic 
group in which 3- to 8-membered rings are condensed and 
containing at least one atom selected from a nitrogen atom, 
an oxygen atom, and a sulfur atom. More specific examples 
include tetrahydropyranyl, tetrahydrofuranyl, pyranyl, 
thiopyranyl, pyrrolidinyl, piperidino, piperidyl, 
perhydroazepinyl, perhydroazocinyl, morpholino, morpholinyl, 
thiomorpholino, thiomorpholinyl, piperadinyl, 
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homopiperadinyl, dioxolanyl, imidazolidinyl, imidazolinyl, 
pyrazolidinyl, indolinyl, isoindolinyl, 2-pyrrolinyl , 2- 
pyrrolidonyl, 3-pyrrolidonyl, 2-piperidonyl, 3-piperidonyl, 
4-piperidonyl, perhydro-2-azepinonyl , perhydro-3-azepinonyl, 
perhydro-4-azepinonyl, 2-thiazolidonyl, 4-thiazolidonyl, 2- 
oxazolidonyl, 4 -oxazolidonyl, succinimido, phthalimido, 
glutarimido, maleimido, hydantoinyl , thiazolidinedionyl, 
oxazolidinedionyl, and the like. Examples of the aromatic 
heterocyclic group include, for example, a 3- to 8-membered 
monocyclic aromatic heterocyclic group containing at least 
one atom selected from a nitrogen atom, an oxygen atom, and 
a sulfur atom; and a bicyclic or tricyclic condensed 
aromatic heterocyclic group in which 3- to 8-membered rings 
are condensed and containing at least one atom selected from 
a nitrogen atom, an oxygen atom, a sulfur atom. More 
specific examples include furyl, thienyl, pyrrolyl, 
imidazolyl, pyrazolyl, triazolyl, tetrazolyl, oxazolyl, 
isooxazolyl, thiazolyl, isothiazolyl , 1,2, 3-oxadiazolyl, 
1,2, 4-oxadiazolyl, 1,3, 4-oxadiazolyl , 1,2, 3-thiadiazolyl, 
1, 2, 4-thiadiazolyl, 1, 3, 4-thiadiazolyl, furazanyl, pyridyl, 
pyrimidinyl, triazinyl, pyrazinyl, pyridazinyl, quinolyl, 
isoquinolyl, quinazolinyl , phthalazinyl, purinyl, 
benzodioxolyl, benz oxazolyl, benzothiazolyl, benz imidazolyl, 
indolyl, isoindolyl, 2-pyridonyl, 4-pyridonyl, uracilyl, and 
the like. 
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The heterocyclic moiety of the heteroaroyl has the same 
meaning as the above-defined aromatic heterocyclic 
group. 

The halogen atom represents a fluorine atom, a chlorine 
atom, a bromine atom, and an iodine atom. 

Examples of substituents of the substituted lower 
alkenyl, substituted lower alkoxycarbonyl , substituted lower 
alkanoyl, mono or di (substituted lower alkyl) amino, 
substituted lower alkanoylamino, substituted lower alkoxy, 
substituted lower alkynyl, substituted lower alkanoyloxy, 
substituted aralkyl, substituted aryl, a substituted 
heterocyclic group, substituted aralkyloxy, substituted 
aroyl, and substituted heteroaroyl, which may be the same or 
different and, for example, in number of 1 to 3 include a 
hydroxy, carboxy, nitro, cyano, amino, lower alkyl, 
trif luoromethyl, lower alkoxy, (lower alkoxy) lower alkyl, 
lower alkenyl, lower alkynyl, lower alkoxycarbonyl, lower 
alkanoyl, trif luoroacetyl, lower alkanoyloxy, lower 
alkanoylamino, lower alkylaminocarbonyl , mono or di (lower 
alkyl) amino, carbamoyl, methylenedioxy, lower alkylsulf inyl , 
lower alkylsulf onyl, mercapto, lower alkylthio, a halogen 
atom, aryl, aralkyl, aryloxy, aralkyloxy, aroyl, and a 
heterocyclic group. These substituents may contain other 
functional groups, such as, chlorophenyl, methylcarbamoyl, 
chlorobenzyl, and lower alkoxybenzyl . Herein, lower alkyl, 
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lower alkoxy, lower alkenyl, lower alkynyl, lower 
alkoxycarbonyl, lower alkanoyl, lower alkanoyloxy, lower 
alkanoylamino, mono or di (lower alkyl ) amino, aryl, aralkyl, 
aralkyloxy, aroyl, a heterocyclic group, and a halogen atom 
have the same meaning as defined above. Lower alkyl 
moieties of the lower alkylaminocarbonyl, lower 
alkylsulf inyl, lower alkylsulf onyl, lower alkylthio, and 
lower alkoxybenzyl are the same as the above-defined lower 
alkyl. Aryl moieties of the aryloxy are the same as the 
above-defined aryl. Lower alkyl moiety of the terminal 
lower alkoxy moiety in the (lower alkoxy) lower alkyl are the 
same as the above-defined lower alkyl, and alkylene moiety 
correspond to that obtained by eliminating one hydrogen atom 
from the above defined lower alkyl. 

Examples of substituents of the substituted lower alkyl, 
which may be the same or different, and in number of 1 to 3 
include , for example, hydroxy, carboxy, nitro, cyano, amino, 
carbamoyl, methylenedioxy, lower alkoxy, (lower alkoxy) lower 
alkyl, (lower alkoxy) lower alkoxy, lower alkenyl, lower 
alkynyl, lower alkoxycarbonyl, lower alkanoyl, 
trif luoroacetyl, lower alkanoyloxy, lower alkanoylamino, 
lower alkylaminocarbonyl, mono or di (lower alkyl) amino, 
lower alkylsulf inyl, lower alkylsulf onyl, mercapto, lower 
alkylthio, a halogen atom, aryl, aralkyl, aryloxy, 
aralkyloxy, aroyl, or a substituted or unsubstituted 
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heterocyclic group. These substituents may contain other 
functional groups, such as chlorophenyl, methylcarbamoyl, 
chlorobenzyl, lower alkoxybenzyl, and the like. Herein, 
lower alkoxy, (lower alkoxy) lower alkyl, lower alkenyl, 
lower alkynyl, lower alkoxycarbonyl, lower alkanoyl, lower 
alkanoyloxy, lower alkanoylamino, lower alkylaminocarbonyl, 
mono or di (lower alkyl) amino, lower alkylsulf inyl , lower 
alkylsulf onyl, lower alkylthio, aryl, aralkyl, aryloxy, 
aralkyloxy, aroyl, a heterocyclic group, a halogen atom, and 
lower alkoxybenzyl have the same meaning as defined above 
and lower alkyl moiety of the terminal lower alkoxy moiety 
is the same as the above-defined lower alkyl, and alkylene 
moiety correspond to that obtained by eliminating one 
hydrogen atom from the above defined lower alkyl in (lower 
alkoxy) lower alkoxy. Substituents of the substituted 
heterocyclic group are the same as the above-defined 
substituents of the substituted heterocyclic group. 

Examples of the pharmaceutically acceptable salts of 
Compound (I) include, for example, metal salts, ammonium 
salts, organic amine addition salts, amino acid addition 
salts, acid addition salts and the like. Examples of the 
pharmaceutically acceptable metal salts include, for example, 
alkaline metal salts such as sodium salts and potassium 
salts, alkaline earth metal salts such as magnesium salts 
and calcium salts, as well as aluminum salts, zinc salts and 
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the like. Examples of pharmaceutical^ acceptable ammonium 
salts include salts of an ammonium salt, tetramethylammonium 
salt and the like. Examples of pharmaceutical^ acceptable 
organic amine addition salts include, for example, addition 
salts such as morpholine and piperidine. Examples of 
pharmaceutical^ acceptable amino acid addition salts 
include, for example, addition salts with amino acids such 
as lysine, glycine, phenylalanine and the like. Examples of 
pharmaceutically acceptable acid addition salts include, for 
example, inorganic acid salts such as hydrochlorides, 
sulfates, and phosphates; and organic acid salts such as 
acetates, maleates, fumarates, tartrates, and citrates. 

Compound (I) of the present invention may have a 
stereoisomer, a regioisomer, a tautomer, or the like. Any 
possible isomers and mixtures thereof fall within the scope 
of the present invention in any mixing ratio. 

Compound (I) can be produced, for example, by the 
following preparation method. 

When any defined group changes under a given reaction 
condition or is not suitable for carrying out a reaction 
process, in the preparation method mentioned below, 
preparation may be readily carried out by applying methods 
commonly used in the field of synthetic organic chemistry 
such as protection and deprotection of a functional 
group (see, for example, T. W. Greene, Protective Groups in 
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Organic Synthesis, third edition, John Wiley & Sons, Inc. 
(1999) and the like). The order of the reaction steps such 
as introduction of the substituents can be changed, if 
necessary . 



Production Method 1: Compound (I-A) which corresponds to 
Compound (I) wherein X — Y — Z represents R 5 N-C=0 (wherein R 5 
has the same meaning as defined above) can be synthesized 
according to Steps 1 to 5 described below: 

O CI R 1 R 2 R w r2 




C 2 H 5 0^>^N H 2 N (|||) 



X 

00 



N SCH 3 stepl ' 5 I JT 

N SCH 3 




c 2 h 5 o N 



(IV) 

2 



UR r 1 
Jf ) O N-T 



(V) 

R 1 d2 (VI) R 1 

« 4 (VM) *\ vv r5qh < ix > 

r4 Steps r4 ^ ^ 

H " r5 
(VIII) (I . A) 

(wherein R 1 , R 2 , R 3 , R 4 and R 5 have the same meanings as 
defined above, respectively) 



[Step 1] 
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Compound (IV) can be obtained by reacting commercially 
available Compound (II) with 1 equivalent to large excess, 
preferably 1 to 3 equivalents of Compound (III) in an inert 
solvent. Compound (III) is commercially available or can be 
synthesized by known methods. The reaction is usually 
performed at a temperature between 0°C and 100°C, preferably 
at a temperature between 0°C and 50 °C, for about 10 minutes 
to 2 4 hours. Any solvent can be used, so long as it is 
inert to the reaction. Examples of the inert solvent 
include tetrahydrof uran, dioxane, diethyl ether, diisopropyl 
ether, benzene, toluene, xylene, ethyl acetate, acetonitrile , 
dichloromethane, chloroform, dichloroethane, 
dime thy If ormamide , dime thy lace tamide , N-methylpyrrolidone , 
dimethyl sulfoxide, pyridine, and any mixture thereof, 
preferably, tetrahydrof uran, chloroform, and mixtures 
thereof, although there is no limitation thereto. The 
reaction may be perfomed by adding a base with, 1 equivalent 
to large excess, preferably, 1 to 10 equivalents. Examples 
of the base include, for example, various organic or 
inorganic bases such as triethylamine, diisopropylethylamine, 
1, 8-diazabicyclo [5 . 4 .0] -7-undecene (DBU) , N, N- 
dimethylaniline, pyridine, quinoline, potassium carbonate, 
sodium carbonate, lithium carbonate, sodium hydrogen 
carbonate, potassium hydroxide, sodium hydroxide, lithium 
hydroxide, potassium tert-butoxide and the like; various 



- 18 - 



basic anion exchange resins such as Amberlyst A-21 (ROHM AND 
HAAS), AG 1-X8 (Bio-Rad Laboratories), and the like; and 
various bases immobilized on solid-phases such as 
polyvinylpyridine morpholinomethyl polystyrene and the like, 
preferably, triethylamine . 
[Step 2] 

Compound (V) can be obtained by treating Compound (IV) 
synthesized in Step 1 with 1 to 5 equivalents of a 
chlorinating agent such as thionyl chloride and phosphorus 
oxychloride in an inert solvent. The reaction is usually 
performed at a temperature between room temperature and 
200°C, preferably at a temperature between 50°C and 100°C, 
for about 1 to 50 hours. Any solvent can be used, so long 
as it is inert to the reaction. Examples of the inert 
solvent include tetrahydrof uran, dioxane, diisopropyl ether, 
benzene, toluene, xylene, ethyl acetate, dichloromethane, 
chloroform, dichloroethane, pyridine, triethylamine, and any 
mixture thereof preferably, chloroform, although there is no 
limitation thereto. The reaction may be performed, by 
adding 1 equivalent to large excess, preferably, 1 to 10 
equivalents of a base. Examples of the base include various 
organic bases such as triethylamine, diisopropylethylamine, 
DBU, N f N-dimethylaniline , pyridine, quinoline and the like; 
and various bases immobilized on solid-phases such as 
polyvinylpyridine, morpholinomethyl polystyrene and the like, 
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preferably, polyvinylpyridine . 
[Step 3] 

Compound (IV) can be obtained by treating Compound (V) 
synthesized in Step 2 with 1 equivalent to large excess, 
preferably 3 to 10 equivalents of a base in a protic solvent. 
The reaction is usually performed at a temperature between 
room temperature and 200 °C, preferably at a temperature 
between 50°C and 120°C, for 1 to 100 hours. Examples of the 
solvent for the reaction include, for example, protic 
solvents such as water, methanol, ethanol, propanol, butanol 
and the like, used each alone or as a mixture thereof; or a 
mixture of any of these protic solvents and non-protic 
solvents such as tetrahydrof uran, dioxane, diethyl ether, 
diisopropyl ether, benzene, toluene, xylene, ethyl acetate, 
ace tonit rile, dichlorome thane , chloroform, dichloroethane, 
dimethylf ormamide , dimethylacetamide , N-methylpyrrolidone , 
dimethyl sulfoxide, pyridine and the like; and preferably, a 
water-chloroform mixture and a water-ethanol mixture. 
Examples of the base include, for example, potassium 
carbonate, sodium carbonate, sodium hydrogen carbonate, 
lithium carbonate, potassium hydroxide, sodium hydroxide, 
lithium hydroxide, potassium ter t-butoxide, Amberlyst A-21 
(ROHM AND HAAS), AG 1-X8 (Bio-Rad Laboratories) and the like. 
[Step 4] 

Compound (VIII) can be obtained by reacting Compound 
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(VI) synthesized in Step 3 with 1 to 5 equivalents of 
Compound (VII) in the presence of 1 to 10 equivalents of a 
condensing agent in an inert solvent. Compound (VII) is 
commercially available or can be synthesized by known 
methods . The reaction is usually performed at a temperature 
between 0°C and 150°C, preferably at a temperature between 
room temperature and 80°C, for about 1 to 120 hours. Any 
solvent can be used, so long as it is inert to the reaction. 
Examples of the inert solvent include dichloromethane, 
chloroform, di chloroe thane , dimethyl formamide, 
dimethylacetamide , iV-methylpyrrolidone , dimethyl sulfoxide , 
tetrahydrof uran, dioxane, diethyl ether, diisopropyl ether, 
benzene, toluene, xylene, ethyl acetate, acetonitrile, and 
any mixture thereof, preferably, chloroform, tetrahydrof uran, 
and any mixtures thereof, although there is no limitation 
thereto. Examples of the condensing agent include, for 
example, dicyclohexylcarbodiimide, diisopropylcarbodiimide, 
N-ethyl-N 1 - ( 3-dimethylaminopropyl) carbodiimide or its 
hydrochloride, Af-ethyl-W - (3- 

dimethylaminopropyl) carbodiimide supported on polystyrene, 
N-benzyl-AT -cyclohexylcarbodiimide supported on polystyrene, 
benzotriazol-l-yl-tris (dimethylamino) phosphonium 
hexaf luorophosphide salt, and diphenylphosphoryl azide, 
preferably, N-ethyl-N 1 - ( 3-dimethylaminopropyl ) carbodiimide 
or its hydrochloride, and N-ethyl-N 1 - (3- 
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dimethylaminopropyl ) carbodiimide supported on polystyrene . 
The reaction may be performed in the coexistence of 1 to 5 
equivalents of an additive, and examples of which include, 
for example, N-hydroxysuccinimide, 1-hydroxybenzotriazole, 
3-hydroxy-4-oxo-3, 4-dihydro-l , 2 , 3-benzotriazine and the like, 
preferably, 1-hydroxybenzotriazole . 
[Step 5] 

Compound (I -A) can be obtained by subjecting Compound 
(VIII) synthesized in Step 4 with 1 to 5 equivalents of 
Compound (IX) to a Mitsunobu reaction in an inert solvent. 
Compound (IX) is commercially available or can be 
synthesized by known methods. The reaction is usually 
performed at a temperature between 0°C and 100°C, preferably 
at a temperature between room temperature and 60 °C, for 
about 1 to 50 hours. Any solvent can be used, so long as it 
is inert to the reaction. Examples of the inert solvent 
include dichloromethane, chloroform, dichloroethane, 
dimethylf ormamide , dimethylacetamide , AT-methylpyrrolidone , 
dimethyl sulfoxide, tetrahydrof uran, dioxane, diethyl ether, 
diisopropyl ether, benzene, toluene, xylene, ethyl acetate, 
acetonitrile, and mixtures thereof, preferably, 
tetrahydrof uran, although there is no limitation thereto. 
Condensing agents necessary for the Mitsunobu reaction may 
be any agents generally used in the reaction, such as a 
combination of 1 to 10 equivalents of dialkyl 
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azodicarboxylate and 1 to 10 equivalents of 
triphenylphosphine or trialkylphosphine ; and 1 to 10 
equivalents of (cyanomethylene) triphenylphosphorane and the 
like, preferably, a combination of 1 to 3 equivalents of 
diethylazodicarboxylate (DEAD) and 1 to 3 equivalents of 
triphenyl phosphine . 



Preparation Method 2: Compound (I-B) which corresponds to 
Compound (1) wherein X--Y--Z represents N=C-NR 6 R 7 (wherein R 6 
and R 7 have the same meanings as defined above, 
respectively) can be synthesized according to Steps 6 to 9 
described below: 

R v\ r2 D 1 d 2 



V nu R R 




C 2 H 5 0 "i^HO 
*N SCH 3 



N 

nu, N^SCH 3 

(IV) ( X) 




R4 R 3 sA1.. .Rill) 



Step? R 4 L I R 4 l A 

N SCH 3 N SCHj 



(XI) 



(XII) 



R' 



N' H O N-V 

R 7 (XIII) K-n^VV 



R 1 - 2 



Step 9 R" LA N .R 



N N 

R 6 

(l-B) R 

(wherein R 1 , R 2 , R 3 , R 4 , R 6 and R 7 have the same meanings as 
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defined above, respectively) 
[Step 6] 

Compound (X) can be obtained by treating Compound (IV) 
synthesized in Step 1 of the Preparation Method 1 with 1 
equivalent to large excess, preferably 3 to 10 equivalents 
of a base in a protic solvent. The reaction is usually 
performed at a temperature between 0°C and 100 °C, preferably 
at a temperature between room temperature and 80°C, for 1 to 
100 hours. Examples of the solvent for the reaction include, 
for example, protic solvents such as water, methanol, 
ethanol, propanol, butanol and the like used each alone or a 
mixture thereof; or a mixture of any of these protic 
solvents and non-protic solvents such as tetrahydrof uran, 
dioxane, diethyl ether, diisopropyl ether, benzene, toluene, 
xylene, ethyl acetate, acetonitrile, dichloromethane, 
chloroform, dichloroethane , dimethylf ormamide, dimethyl 
acetamide, N-methylpyrrolidone, dimethyl sulfoxide, pyridine 
and the like, preferably, a water-ethanol mixture. Examples 
of the base include, for example, potassium carbonate, 
sodium carbonate, sodium hydrogen carbonate, lithium 
carbonate, potassium hydroxide, sodium hydroxide, lithium 
hydroxide, potassium tert-butoxide, Amberlyst A-21 (ROHM AND 
HAAS), AG1-X8 (Bio-Rad Laboratories), and the like. 
[Step 7] 

Compound (XI) can be obtained by reacting Compound (X) 
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synthesized in Step 6 with 1 to 5 equivalents of Compound 
(VII) in the presence of 1 to 10 equivalents of a condensing 
agent in an inert solvent. Compound (VII) is commercially 
available or can be synthesized by known methods. The 
reaction is usually performed at a temperature between 0°C 
and 150 °C, preferably at a temperature between room 
temperature and 60 °C, for about 1 to 120 hours. Any solvent 
can be used, so long as it is inert to the reaction. 
Examples of the inert solvent include dichloromethane, 
chloroform, dichloroe thane, dimethyl formamide, 
dime thy lace tamide, N-methylpyrrolidone, dimethyl sulfoxide, 
tetrahydrof uran, dioxane, diethyl ether, diisopropyl ether, 
benzene, toluene, xylene, ethyl acetate, acetonitrile, and 
any mixture thereof preferably, chloroform, tetrahydrof uran, 
and mixtures thereof, although there is no limitation 
thereto. Examples of the condensing agent include, for 
example, dicyclohexylcarbodiimide, diisopropylcarbodiimide, 
N-ethyl-AT - (3-dimethylaminopropyl) carbodiimide or its 
hydrochloride, N-ethyl-AT - (3- 

dimethylaminopropyl) carbodiimide supported on polystyrene, 
N-benzyl-AT -cyclohexylcarbodiimide supported on polystyrene, 
benzotriazol-l-yl-tris (dimethylamino) phosphonium 
hexaf luorophosphide salt, diphenylphosphoryl azide and the 
like, preferably, N-ethyl-N' - ( 3- 

dimethylaminopropyl) carbodiimide or its hydrochloride, N- 
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ethyl-W - ( 3-dime thylaminopropyl ) carbodiimide supported on 
polystyrene. The reaction may be performed in the 
coexistence of 1 to 5 equivalents of an additive, examples 
of which include N-hydroxysuccinimide, 1- 
hydroxybenzotriazole, 3-hydroxy-4-oxo-3, 4-dihydro-l, 2, 3- 
benzotriazine and the like, preferably, 1- 
hydroxybenzotriazole . 
[Step 8] 

Compound (XII) can be obtained by treating Compound 
(XI) synthesized in Step 7 with 1 to 5 equivalents ' of a 
chlorinating agent such as thionyl chloride, phosphorus 
oxychloride and the like, in an inert solvent. The reaction 
is usually performed at a temperature between room 
temperature and 200 °C, preferably at a temperature between 
50°C and 100°C, for about 1 to 50 hours. Any Solvent can be 
used, so long as it is inert to the reaction. Examples of 
the inert solvent include tetrahydrof uran, dioxane, 
diisopropyl ether, benzene, toluene, xylene, ethyl acetate, 
dichlorome thane, chloroform, dichloroe thane, pyridine, 
triethylamine, and any mixture thereof, preferably, 
chloroform, although there is no limitation thereto. In the 
reaction, 1 equivalent to large excess, preferably 1 to 10 
equivalents of a base may be added. Examples of the base 
include, for example, various organic bases such as 
triethylamine, diisopropylethylamine, DBU, N,N- 
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dimethylaniline, pyridine, quinoline and the like; and 
various bases immobilized on solid-phases such as 
polyvinylpyridine morpholinomethyl polystyrene and the like, 
preferably, polyvinylpyridine . 
[Step 9] 

Compound (I-B) can be obtained by reacting Compound 
(XII) synthesized in Step 8 with 1 to 10 equivalents, 
preferably 2 to 5 equivalents of Compound (XIII) in an inert 
solvent. The reaction is usually performed at a temperature 
between room temperature and 200 °C, preferably at a 
temperature between 50°C and 100°C, for about 1 to 100 hours. 
Any solvent can be used, so long as it is inert to the 
reaction. Examples of the inert solvent include 
tetrahydrof uran, dioxane, diethyl ether, diisopropyl ether, 
benzene, toluene, xylene, ethyl acetate, acetonitrile, 
dichlorome thane, chloroform, di chl or oe thane, 
dimethyl f ormamide, dime thy lace t amide, N-methylpyrrolidone, 
dimethyl sulfoxide, pyridine, and any mixture thereof, 
preferably, tetrahydrof uran, chloroform, and mixtures 
thereof, although there is no limitation thereto. In the 
reaction, 1 equivalent to large excess, preferably 1 to 10 
equivalents of a base may be added. Examples of the base 
include various organic and inorganic bases such as 
triethylamine, diisopropylethylamine, DBU, N, N- 
dimethylaniline, pyridine, quinoline, potassium carbonate, 
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sodium carbonate, lithium carbonate, sodium hydrogen 
carbonate, potassium hydroxide, sodium hydroxide, lithium 
hydroxide, potassium tert-butoxide and the like; various 
basic anion exchange resins such as Amberlyst A-21 (ROHM AND 
HAAS) AG1-X8 (Bio-Rad Laboratories) and the like; and 
various bases immobilized on solid-phases such as 
polyvinylpyridine morpholinomethyl polystyrene and the like 
preferably, polyvinylpyridine . 

Preparation Method 3: Compound (I-C) , which corresponds to 
Compound (I) wherein X--Y--Z represents C=C-NR 6a R 7a (wherein 
R 6a and R 7a have the same meanings as defined above, 
respectively) can be synthesized according to Steps 10 to 13 
described below: 
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R 1 R 2 



9 ?' R 1 R 2 O HN^™ 

^/^pi Step 10 



(XIV) 



-H 



R 1 R 2 



(VII) 



Step 11 



O HN^° H 

* 4 



(XV) 

Step 12 



CI 



(XVI) 



o N Jr R2 R 6a - N ^H 

A A N > ^7a (Xllla) 



(XVII) 



Step 13 




(l-C) 



(wherein R 1 , R 2 , R 3 , R 4 , R 6a and R 7a have the same meanings as 
defined above, respectively) 
[Step 10] 

Compound (XV) can be obtained by reacting commercially 
available Compound (XIV) with 1 equivalent to large excess, 
preferably 1 to 3 equivalents of Compound (III) in an inert 
solvent. Compound (III) is commercially available or can be 
synthesized by known methods. The reaction is usually 
performed at a temperature between 50°C and 200°C, 
preferably at a temperature between 80°C and 150°C, for 
about 1 hour to 10 days. Any solvent can be used, so long 
as it is inert to the reaction. Examples of the inert 
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solvent include tetrahydrof uran, dioxane, diethyl ether, 
diisopropyl ether, benzene, toluene, xylene, ethyl acetate, 
acetonitrile, dichlorome thane, chloroform, dichloroe thane, 
dimethyl f ormamide, dime thy lace t amide, N-methylpyrrolidone, 
dimethyl sulfoxide, pyridine, and any mixture thereof, 
preferably, dioxane, although there is no limitation thereto. 
In the reaction, 1 equivalent to large excess, preferably 1 
to 10 equivalents of a base may be added. Examples of the 
base include various organic or inorganic bases such as 
triethylamine, diisopropylethylamine, DBU, N, N- 
dimethylaniline, pyridine, quinoline, potassium carbonate, 
sodium carbonate, lithium carbonate, sodium hydrogen 
carbonate, potassium hydroxide, sodium hydroxide, lithium 
hydroxide, potassium tert-butoxide and the like; various 
basic anion exchange resins such as Amberlyst A-21 (ROHM AND 
HAAS), AG1-X8 (Bio-Rad Laboratories) and the like; and 
various bases immobilized on solid-phases such as 
polyvinylpyridine, morpholinomethyl polystyrene, and the 
like preferably, triethylamine. 
[Step 11] 

Compound (XVI) can be obtained by reacting Compound 
(XV) synthesized in Step 10, in a similar manner described 
in Step 7, with 1 to 5 equivalents of Compound (VII) in the 
presence of 1 to 10 equivalents of a condensing agent in an 
inert solvent at a temperature between 0°C and 150°C, 
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preferably at a temperature between room temperature and 
60°C for 1 to 120 hours. 
[Step 12] 

Compound (XVII) can be obtained by treating Compound 

(XVI) synthesized in Step 11, in a similar manner described 
in Step 8, with 1 to 5 equivalents of a chlorinating agent 
in the presence or absence of a base in an inert solvent at 
a temperature between room temperature and 200 °C, preferably 
at a temperature between 50°C and 120°C for 1 to 50 hours. 
[Step 13] 

Compound (I-C) can be obtained by reacting Compound 

(XVII) synthesized in Step 12 with 1 to 5 equivalents, 
preferably 2 to 5 equivalents of Compound (Xllla) in the 
presence of 1 to 10 equivalents, preferably 2 to 5 
equivalents of a condensing agent in an inert solvent. The 
reaction is usually performed at a temperature between 0°C 
and 100°C / preferably at a temperature between room 
temperature and 80°C, for about 1 to 100 hours. Any solvent 
can be used, so long as it is inert to the reaction. 
Examples of the inert solvent include dichloromethane, 
chloroform, dichloroe thane, dimethyl formamide, 
dimethylacetamide, N-methylpyrrolidone, dimethyl sulfoxides , 
tetrahydrof uran, dioxane, diethyl ether, diisopropyl ether, 
benzene, toluene, xylene, ethyl acetate, acetonitrile, and 
any mixture thereof, preferably, tetrahydrof uran, although 
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there is no limitation thereto. Examples of the condensing 
agent include, for example, a combination of 
dialkylazodicarboxylate and triphenylphosphine or 
trialkylphosphine, (cyanomethylene) triphenylphosphorane and 
the like, preferably, (cyanomethylene) triphenylphosphorane . 

Intermediates and target compounds obtained in the 
aforementioned preparation methods can be isolated and 
purified by separation and purification methods ordinarily 
used in the field of synthetic organic chemistry, such as, 
filtration, extraction, washing, drying, concentration, 
recrystallization, various chromatographic techniques, and 
the like. Furthermore, these compounds may be purified by 
purification methods that are generally used in typical 
parallel synthesis processes with, for example, a scavenger 
resin or an ion exchange resin. Intermediates may also be 
used for subsequent reactions without particular 
purification. For the preparation of salts of Compound (I), 
the final products may be purified without modification when 
they are obtained as salts in the aforementioned reaction 
processes. When the final products are obtained as 
compounds in a free form, they may be dissolved or 
suspended in a suitable solvent with addition of an acid or 
a base to form a salt which may be isolated and purified. 
It is also possible to convert a final product obtained in a 
form of a salt into a compound in a free form and then 
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convert the resulting product into a desired salt. 

Specific examples of compounds suitable as medicinally 
active ingredients of the present invention in Compound (I) 
are shown below. These examples, however, are not intended 
to limit the scope of the present invention. 

Partial structures of the compounds are listed in 
Tables 1 through 3, wherein Me and Et represent methyl and 
ethyl, respectively . 
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Table 1-2 
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Table 1-4 



Number — NR 3 R 4 
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Table 2-2 
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Table 3-1 



Number — NR 6 R 7 



Number — NR 6 R 7 
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Table 3-2 



Number 



— NR 6 R 7 
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Table 3-3 


IN UIUDci 


•— NR 6 R 7 
IN r\ r\ 


C-45 


h r\ 






C-46 


C-47 


H 

Me 


C-48 


-o-o 



(a) The examples of compounds described in 




which are included in Compound (I), are listed below in 

order of compound number, -NR 3 R 4 , -R 5 and spectrum data 
thereof. 

1-1; A-01; B-01; MS m/z 351 (M + H) + 

1-2; A-01; B-02; MS m/z 355 (M + H) + 

1-3; A-01; B-03; MS m/z 313 (M + H) + 

1-4; A-01; B-04; MS m/z 371 (M + H) + 

1-5; A-01; B-05; MS m/z 383 (M + H) + 
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1-6; A-01; B-06; MS m/z 423 (M + H) + 

1-7; A-01; B-07; MS m/z 403 (M + H) + 

1-8; A-01; B-08; MS m/z 409 (M + H) + 

1-9; A-01; B-09; MS m/z 411 (M + H) + 



1- 
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A- 
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445 


(M 


+ 


H) 


+ 


1- 


1477; 


A- 


57 ; 


B- 


02 ; 


MS 


m/z 


431 


(M 


+ 


H) 


+ 


1- 


1478; 


A- 


57; 


B- 


37; 


MS 


m/z 


429 


(M 




H) 


+ 


1- 


1479; 


A- 


57; 


B~ 


38; 


MS 


m/ z 


443 


(M 


+ 


H) 


+ 


1- 


1480; 


A- 


57; 


B- 


39; 


MS 


m/z 


443 


(M 


+ 


H) 


+ 


1- 


1481; 


A- 


57; 


B- 


40; 


MS 


m/z 


445 


(M 


+ 


H) 


+ 


1- 


1482; 


A- 


57; 


B- 


41; 


MS 


m/ z 


417 


(M 


+ 


H) 


+ 


1- 


1483; 


A- 


57; 


B- 


42; 


MS 


m/z 


445 


(M 


+ 


H) 


+ 
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1 


-1484; 


A- 


57; 


B- 


43; 


MS 


m/z 


445 


(M 


+ 


H) 


1 


-1485; 


A- 


57; 


B- 


44; 


MS 


m/z 


457 


(M 


+ 


H) 


1 


-1486; 


A- 


57; 


B- 


45; 


MS 


m/z 


459 


(M 


+ 


H) 


1 


-1487; 


A- 


57; 


B- 


4 6; 


MS 


m/z 


457 


(M 


+ 


H) 


1 


-1488; 


A- 


57; 


B- 


47; 


MS 


m/z 


459 


(M 


+ 


H) 


1 


-1489; 


A- 


58; 


B- 


02; 


MS 


m/z 


403 


(M 




H) 


1 


-1490; 


A- 


58; 


B- 


37; 


MS 


m/z 


401 


(M 


+ 


H) 


1 


-1491; 


A- 


58; 


B- 


38; 


MS 


m/z 


415 


(M 


+ 


H) 


1 


-1492; 


A- 


58; 


B- 


39; 


MS 


m/z 


415 


(M 


+ 


H] 


1 


-1493; 


A- 


•58; 


B- 


40; 


MS 


m/z 


417 


(M 


+ 


H) 


1 


-1494; 


A- 


58; 


B- 


41; 


MS 


m/z 


389 


(M 


+ 


H) 


1 


-1495; 


A- 


58; 


B- 


42; 


MS 


m/z 


417 


(M 


+ 


H) 


1 


-1496; 


A- 


58; 


B- 


43; 


MS 


m/z 


417 


(M 


+ 


H) 


1 


-1497; 


A- 


58; 


B- 


44; 


MS 


m/z 


429 


(M 


+ 


H) 


1 


-1498; 


A- 


58; 


B- 


45; 


MS 


m/z 


431 


(M 


+ 


H) 


1 


-1499; 


A- 


58; 


B- 


4 6; 


MS 


m/z 


429 


(M 


+ 


H) 


1 


-1500; 


A- 


58; 


B- 


47; 


MS 


m/z 


431 


(M 


+ 


H) 


1 


-1501; 


A- 


59; 


B- 


02; 


MS 


m/z 


435 


(M 


+ 


H) 


1 


-1502; 


A- 


59; 


B- 


37; 


MS 


m/z 


433 


(M 


+ 


H) 


1 


-1503; 


A- 


59; 


B- 


38; 


MS 


m/z 


447 


(M 


+ 


H) 


1 


-1504; 


A- 


59; 


B- 


39; 


MS 


m/z 


447 


(M 


+ 


H) 


1 


-1505; 


A- 


59; 


B- 


40; 


MS 


m/z 


449 


(M 


+ 


H) 


1 


-1506; 


A- 


59; 


B- 


41; 


MS 


m/z 


421 


(M 


+ 


H) 


1 


-1507; 


A- 


59; 


B- 


42; 


MS 


m/z 


449 


(M 


+ 


H) 


1 


-1508; 


A- 


59; 


B- 


43; 


MS 


m/z 


449 


(M 


+ 


H) 
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1- 


1509; 


A- 


59; 


B- 


44; 


1- 


1510; 


A- 


59; 


B- 


45; 


1- 


1511; 


A- 


59; 


B- 


46; 


1- 


1512; 


A- 


59; 


B- 


47; 


1- 


1513; 


A- 


60; 


B- 


02; 


1- 


1514; 


A- 


60; 


B- 


37; 


1- 


1515; 


A- 


60; 


B- 


38; 


1- 


1516; 


A- 


60; 


B- 


39; 


1- 


1517; 


A- 


60; 


B- 


40; 


1- 


1518; 


A- 


60; 


B- 


41; 


1- 


1519; 


A- 


60; 


B- 


42; 


1- 


1520; 


A- 


60; 


B- 


43; 


1- 


1521; 


A- 


60; 


B- 


44; 


1- 


1522; 


A- 


60; 


B- 


45; 


1- 


1523; 


A- 


60; 


B- 


4 6; 


1- 


1524; 


A- 


60; 


B- 


47; 


1- 


1525; 


A- 


61; 


B- 


11; 


1- 


1526; 


A- 


61; 


B- 


48; 


1- 


1527; 


A- 


61; 


B- 


49; 


1- 


1528; 


A- 


61; 


B- 


50; 


1- 


1529; 


A- 


61; 


B- 


51; 


1- 


1530; 


A- 


61; 


B- 


52; 


1- 


1531; 


A- 


61; 


B- 


53; 


1- 


1532; 


A- 


61; 


B» 


54; 


1- 


1533; 


A- 


61; 


B- 


55; 



MS 


m/z 


461 


(M 


+ 


H) 


MS 


m/z 


4 63 


(M 


+ 


H) 


MS 


m/z 


4 61 


(M 




TT \ + 

H) 


MS 


m/z 


463 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


423 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


421 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


435 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


435 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


437 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


409 


(M 


+ 


H) 


MS 


m/ z 


437 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


437 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


449 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


451 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


449 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


451 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


477 


(M 




TT \ + 

H) 


MS 


m/z 


All 


(M 


+ 


TT \ + 

H) 


MS 


m/z 


475 


(M 


+ 


H) 


MS 


m/z 


461 


(M 


+ 


H) + 


MS 


m/z 


477 


(M 


+ 


H) + 


MS 


m/z 


475 


(M 


+ 


H) + 


MS 


m/z 


463 


(M 


+ 


H) + 


MS 


m/z 


491 


(M 


+ 


H) + 


MS 


m/z 


461 


(M 


+ 


H) + 



1- 


1534; 


A- 


61; 


B- 


56; 


1- 


1535; 


A- 


61; 


B- 


57; 


1- 


1536; 


A- 


61; 


B- 


58; 


1- 


1537; 


A- 


62; 


B- 


11; 


1- 


1538; 


A- 


62; 


B- 


48; 


1- 


1539; 


A- 


62; 


B- 


49; 


1- 


1540; 


A- 


62; 


B- 


50; 


1- 


1541; 


A- 


62; 


B- 


51; 


1- 


1542; 


A- 


62; 


B- 


52; 


1- 


1543; 


A- 


62; 


B- 


53; 


1- 


1544; 


A- 


62; 


B- 


54; 


1- 


1545; 


A- 


62; 


B- 


55; 


1- 


1546; 


A- 


62; 


B- 


56; 


1- 


1547; 


A- 


62; 


B- 


57; 


1- 


1548; 


A- 


62; 


B- 


58; 


1- 


1549; 


A- 


63; 


B- 


11; 


1- 


1550; 


A- 


63; 


B- 


48; 


1- 


1551; 


A- 


63; 


B- 


49; 


1- 


1552; 


A- 


63; 


B- 


50; 


1- 


1553; 


A- 


63; 


B- 


51; 


1- 


1554; 


A- 


63; 


B- 


52; 


1- 


1555; 


A- 


63; 


B- 


53; 


1- 


1556; 


A- 


63; 


B- 


54; 


1- 


1557; 


A- 


63; 


B- 


55; 


1- 


1558; 


A- 


63; 


B- 


56; 
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MS 


m/z 


473 


(M 


+ 


H) + 


MS 


m/z 


479 


(M 


+ 


H) + 


MS 


m/z 


457 


(M 


+ 


H) + 


MS 


m/z 


477 


(M 


+ 


H) + 


MS 


m/z 


477 


(M 


+ 


H) + 


MS 


m/z 


475 


(M 


+ 


H) + 


MS 


m/z 


461 


(M 


+ 


H) + 


MS 


m/z 


477 


(M 


+ 


H) + 


MS 


m/z 


475 


(M 


+ 


H) + 


MS 


m/ z 


463 


(M 


+ 


H) + 


MS 


m/z 


491 


(M 


+ 


H) + 


MS 


m/z 


461 


(M 


+ 


H) + 


MS 


m/z 


473 


(M 


+ 


H) + 


MS 


m/z 


479 


(M 


+ 


H) + 


MS 


m/z 


457 


(M 


+ 


H) + 


MS 


m/z 


477 


(M 


+ 


H) + 


MS 


m/z 


477 


(M 


+ 


H) + 


MS 


m/z 


475 


(M 


+ 


H) + 


MS 


m/ z 


461 


;m 


+ 


H) + 


MS 


m/z 


477 


[M 


+ 


H) + 


MS 


m/z 


475 


(M 


+ 


H) + 


MS 


m/z 


463 


M 


+ 


H) + 


MS 


m/z 


491 


M 


+ 


H) + 


MS 


m/z 


461 


;m 


+ 


H) + 


MS 


m/z 


473 


M 


+ 


H) + 
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1- 


1559; 


A- 


63; 


B- 


57; 


MS 


m/z 


479 


(M 


+ 


H 


1- 


1560; 


A- 


63; 


B- 


58; 


MS 


m/z 


457 


(M 


+ 


H 


1- 


1561; 


A- 


64; 


B- 


11; 


MS 


m/z 


477 


(M 


+ 


H 


1- 


1562; 


A- 


64; 


B- 


48; 


MS 


m/z 


477 


(M 


+ 


H 


1- 


1563; 


A- 


64; 


B- 


4 9; 


MS 


m/z 


475 


(M 


+ 


H 


1- 


1564; 


A- 


64; 


B- 


50; 


MS 


m/z 


461 


(M 


+ 


H 


1- 


1565; 


A- 


64; 


B- 


51; 


MS 


m/z 


477 


(M 


+ 


H 


1- 


1566; 


A- 


64; 


B- 


52; 


MS 


m/z 


475 


(M 


+ 


H 


1- 


1567; 


A- 


64; 


B- 


53; 


MS 


m/z 


463 


(M 


+ 


H 


1- 


1568; 


A- 


64; 


B- 


54; 


MS 


m/z 


491 


(M 


+ 


H 


1- 


1569; 


A- 


64; 


B- 


55; 


MS 


m/z 


461 


(M 


+ 


H 


1- 


1570; 


A- 


64; 


B- 


56; 


MS 


m/z 


473 


(M 


+ 


H 


1- 


1571; 


A- 


64; 


B- 


57; 


MS 


m/z 


479 


(M 


+ 


H 


1- 


1572; 


A- 


64; 


B- 


58; 


MS 


m/z 


457 


(M 


+ 


H 


1- 


1573; 


A- 


65; 


B- 


11; 


MS 


m/ z 


463 


(M 


+ 


H 


1- 


1574; 


A- 


65; 


B- 


48; 


MS 


m/z 


463 


(M 


+ 


H 


1- 


1575; 


A- 


65; 


B- 


49; 


MS 


m/z 


461 


(M 


+ 


H 


1- 


1576; 


A- 


65; 


B- 


50; 


MS 


m/z 


447 


(M 


+ 


H 


1- 


1577; 


A- 


65; 


B- 


51; 


MS 


m/z 


463 


(M 


+ 


H 


1- 


1578; 


A- 


65; 


B- 


52; 


MS 


m/z 


461 


(M 


+ 


H 


1- 


1579; 


A- 


65; 


B- 


53; 


MS 


m/z 


449 


(M 


+ 


H 


1- 


1580; 


A- 


65; 


B- 


54; 


MS 


m/z 


477 


(M 


+ 


H 


1- 


1581; 


A- 


65; 


B- 


55; 


MS 


m/z 


447 


(M 


+ 


H 


1- 


1582; 


A- 


65; 


B- 


56; 


MS 


m/z 


459 


(M 


+ 


H 


1- 


1583; 


A- 


65; 


B- 


57; 


MS 


m/z 


465 


(M 




H 
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1- 


1584; 


A- 


65; 


B- 


58; 


MS 


m/z 


443 


(M 


+ 


H 


1- 


1585; 


A- 


66; 


B~ 


11; 


MS 


m/z 


463 


(M 


+ 


H 


1- 


1586; 


A- 


66; 


B- 


48; 


MS 


m/ z 


463 


(M 


+ 


H 


1- 


1587; 


A- 


66; 


B- 


49; 


MS 


m/z 


461 


(M 


+ 


H 


1- 


1588; 


A- 


66; 


B- 


SC- 


MS 


m/z 


447 


(M 


+ 


H 


1- 


1589; 


A- 


66; 


B- 


SI; 


MS 


m/z 


463 


(M 


+ 


H 


1- 


1590; 


A- 


66; 


B- 


52; 


MS 


m/z 


461 


(M 


+ 


H 


1- 


1591; 


A- 


66; 


B- 


53; 


MS 


m/z 


449 


(M 


+ 


H 


1- 


1592; 


A- 


66; 


B- 


54; 


MS 


m/z 


477 


(M 


+ 


H 


1- 


1593; 


A- 


66; 


B- 


55; 


MS 


m/ z 


447 


(M 


+ 


H 


1- 


1594; 


A- 


66; 


B- 


56; 


MS 


m/z 


459 


(M 


+ 


H 


1- 


1595; 


A- 


66; 


B- 


57; 


MS 


m/z 


465 


(M 


+ 


H 


1- 


1596; 


A- 


66; 


B- 


58; 


MS 


m/z 


443 


(M 


+ 


H 


1- 


1597; 


A- 


72; 


B- 


01; 


MS 


m/z 


379 


(M 


+ 


H 


1- 


1598; 


A- 


72; 


B- 


02; 


MS 


m/z 


383 


(M 


+ 


H 


1- 


1599; 


A- 


72; 


B- 


03; 


MS 


m/z 


341 


(M 


+ 


H 


1- 


1600; 


A- 


72; 


B- 


04; 


MS 


m/z 


399 


(M 


+ 


H 


1- 


1601; 


A- 


72; 


B- 


05; 


MS 


m/ z 


411 


(M 


+ 


H 


1- 


1602; 


A- 


72; 


B- 


06; 


MS 


m/z 


451 


(M 


+ 


H 


1- 


1603; 


A- 


72; 


B- 


07; 


MS 


m/z 


431 


(M 


+ 


H 


1- 


1604; 


A- 


72; 


B- 


08; 


MS 


m/z 


437 


(M 


+ 


H 


1- 


1605; 


A- 


72; 


B- 


09; 


MS 


m/z 


439 


(M 


+ 


H 


1- 


1606; 


A- 


72; 


B- 


10; 


MS 


m/z 


461 


(M 


+ 


H 


1- 


1607; 


A- 


72; 


B- 


11; 


MS 


m/z 


465 


(M 


+ 


H 


1- 


1608; 


A- 


72; 


B- 


12; 


MS 


m/z 


473 


(M 


+ 


H 
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-1 

1 - 


1 CAQ , 

- 1 o u y ; 


A- 


- / z ; 




- 13 ; 


MS 


„ / _ 
m/ z 


Q Q "7 

3o / 


(M 


+ 


H 


I + 


1 " 


• 1 o 1 0 ; 


A- 


- / Z ; 


B- 


-14; 


MS 


m/ z 


one 

395 


(M 


4* 


H 


+ 


*i 

1 - 


■loll; 


A- 


- / 2 ; 


B- 


-15 ; 


MS 


m/ z 


409 


(M 


+ 


H 


+ 


-i 


• 1 o 1 1 ; 


A- 


■ / 2 ; 


B- 


-16; 


MS 


m/z 


415 


(M 


+ 


H 


+ 


1 

1- 


•1613; 


A- 


•72 ; 


B- 


-17 ; 


MS 


m/ z 


421 


(M 




H 


+ 


1- 


•1614; 


A- 


■72 ; 


B- 


-18 ; 


MS 


m/z 


425 


(M 


+ 


h; 


+ 


1- 


1615; 


A- 


■72 ; 


B- 


•19; 


MS 


m/z 


435 


(M 


+ 


h; 




1- 


1616; 


A- 


•72 ; 


B- 


-20 ; 


MS 


m/z 


437 


(M 


+ 


H] 


+ 


1- 


1617; 


A- 


-72 ; 


B- 


■21 ; 


MS 


m/ z 


441 


(M 


+ 


H) 


+ 


I" 


1618; 


A- 


•72 ; 


B- 


•22 ; 


MS 


m/z 


445 


(M 




H) 


+ 


-1 

1- 


1619; 


A- 


•72 ; 


B- 


•23; 


MS 


m/z 


457 


(M 




H) 


+ 


-1 


16/0; 


A- 


•72 ; 


B- 


•2 4 ; 


MS 


m/ z 


457 


(M 


+ 


H) 


+ 


I" 


1621; 


A- 


12; 


B- 


25; 


MS 


m/z 


42 6 


(M 


+ 


H) 


+ 


1 

1- 


1622 ; 


A- 


12; 


B- 


2 6; 


MS 


m/z 


466 


(M 


+ 


H) 


+ 


1- 


1623; 


A- 


"7 O ~ 

72 ; 


B- 


O O 

27 ; 


MS 


m/z 


466 


(M 


+ 


H) 


+ 


1- 


1624 ; 


A- 


72 ; 


B- 


28 ; 


MS 


m/z 


459 


(M 


+ 


H) 


+ 


1- 


162 5 ; 


A- 


72 ; 


B- 


29; 


MS 


m/ z 


4 63 


(M 


+ 


H) 


+ 


1 - 


X O U / 


A- 


7? • 








III/ Z 


47 S 
4 / D 




i 


H \ 
" i 


+ 


1- 


1627; 


A- 


72; 


B- 


31; 


MS 


m/z 


477 


(M 


+ 


H) 


+ 


1- 


1628; 


A- 


72; 


B- 


32; 


MS 


m/z 


479 


(M 


+ 


H) 


+ 


1- 


1629; 


A- 


72; 


B- 


33; 


MS 


m/z 


479 


(M 




H) 


+ 


1- 


1630; 


A- 


72; 


B- 


34; 


MS 


m/z 


489 


(M 




H) 


+ 


1- 


1631; 


A- 


72; 


B- 


35; 


MS 


m/z 


503 


(M 


+ 


H) 


+ 


1- 


1632; 


A- 


72; 


B- 


36; 


MS 


m/z 


521 


(M 




H) 


+ 



(b) The examples of compounds described in : 
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which are included in Compound (I), are listed below in 
order of compound number, -NR 3 R 4 , -R 5 and spectrum data 
thereof . 



2 


-1; 


A- 


07; 


B- 


■32; 


MS 


m/ z 


479 


(M 


+ 


H) + 


2 


-2; 


A- 


■09; 


B- 


13; 


MS 


m/z 


413 


(M 


+ 


H) + 


2 


-3; 


A- 


09; 


B- 


14; 


MS 


m/z 


421 


(M 


+ 


H) + 


2 


-4; 


A- 


09; 


B- 


15; 


MS 


m/z 


435 


(M 


+ 


H) + 


2 


-5; 


A- 


09; 


B- 


16; 


MS 


m/z 


441 


(M 


+ 


H) + 


2 


-6; 


A- 


09; 


B- 


17; 


MS 


m/z 


447 


(M 


+ 


H) + 


2 


-7; 


A- 


09; 


B- 


18; 


MS 


m/ z 


451 


(M 


+ 


H) + 


2 


-8; 


A- 


09; 


B- 


19; 


MS 


m/z 


461 


(M 


+ 


H) + 


2 


-9; 


A- 


09; 


B- 


20; 


MS 


m/z 


463 


(M 


+ 


H) + 



2-10; A-09; B-21; MS m/z 467 (M + H) + 

2-11; A-09; B-22; MS m/z 471 (M + H) + 

2-12; A-09; B-23; MS m/z 483 (M + H) + 

2-13; A-09; B-24; MS m/z 483 (M + H) + 

2-14; A-09; B-32; MS m/z 505 (M + H) + 

2-15; A-10; B-13; MS m/z 413 (M + H) + 

2-16; A-10; B-14; MS m/z 421 (M + H) + 

2-17; A-10; B-15; MS m/z 435 (M + H) + 

2-18; A-10; B-16; MS m/z 441 (M + H) + 
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2 


-19; 


A- 


10; 


B- 


17; 


MS 


m/z 


447 


(M 


+ 


H 


2 


-20; 


A- 


10; 


B- 


18; 


MS 


m/z 


451 


(M 


+ 


H 


2 


-21; 


A- 


10; 


B- 


19; 


MS 


m/z 


461 


(M 


+ 


H 


2 


-22; 


A- 


10; 


B- 


20; 


MS 


m/z 


463 


(M 


+ 


H 


2 


-23; 


A- 


10; 


B- 


21; 


MS 


m/z 


467 


(M 


+ 


H 


2 


-24; 


A- 


10; 


B- 


22; 


MS 


m/z 


471 


(M 


+ 


H 


2 


-25; 


A- 


10; 


B- 


23; 


MS 


m/z 


483 


(M 


+ 


H 


2 


-26; 


A- 


10; 


B- 


24; 


MS 


m/z 


483 


(M 


+ 


H 


2 


-27; 


A- 


11; 


B- 


13; 


MS 


m/ z 


413 


(M 


+ 


H 


2 


-28; 


A- 


11; 


B- 


14; 


MS 


m/ z 


421 


(M 


+ 


H 


2 


-29; 


A- 


11; 


B- 


15; 


MS 


m/z 


435 


(M 


+ 


H 


2 


-30; 


A- 


11; 


B- 


16; 


MS 


m/z 


441 


(M 


+ 


H 


2 


-31; 


A- 


11; 


B- 


17; 


MS 


m/ z 


447 


(M 


+ 


H 


2 


-32; 


A- 


11; 


B- 


18; 


MS 


m/ z 


451 


(M 


+ 


H 


2 


-33; 


A- 


11; 


B- 


19; 


MS 


m/z 


461 


(M 


+ 


H 


2 


-34; 


A- 


11; 


B- 


20; 


MS 


m/z 


463 


(M 


+ 


H 


2 


-35; 


A- 


11; 


B- 


21; 


MS 


m/ z 


467 


(M 


+ 


H 


2 


-36; 


A- 


11; 


B- 


22; 


MS 


m/z 


471 


(M 


+ 


H 


2 


-37; 


A- 


11; 


B- 


23; 


MS 


m/z 


483 


(M 


+ 


H 


2 


-38; 


A- 


11; 


B- 


24; 


MS 


m/z 


483 


(M 


+ 


H 


2 


-39; 


A- 


11; 


B- 


31; 


MS 


m/ z 


503 


(M 


+ 


H 


2 


-40; 


A- 


12; 


B- 


13; 


MS 


m/ z 


413 


(M 


+ 


H 


2 


-41; 


A- 


12; 


B- 


14; 


MS 


m/z 


421 


(M 


+ 


H 


2 


-42; 


A- 


12; 


B- 


15; 


MS 


m/z 


435 


(M 


+ 


H 


2 


-43; 


A- 


12; 


B- 


16; 


MS 


m/ z 


441 


(M 


+ 


H 
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2- 


44 ; 


A- 


12; 


B- 


17; 


MS 


m/z 


447 


(M 


+ 


H 


2- 


45; 


A- 


12; 


B- 


18; 


MS 


m/z 


451 


(M 


+ 


H 


2- 


46; 


A- 


12; 


B- 


19; 


MS 


m/z 


461 


(M 


+ 


H 


2- 


47; 


A- 


12; 


B- 


20; 


MS 


m/z 


463 


(M 


+ 


H 


2- 


48; 


A- 


12; 


B- 


21; 


MS 


m/z 


467 


(M 


+ 


H 


2- 


49; 


A- 


12; 


B- 


22; 


MS 


m/z 


471 


(M 


+ 


H 


2- 


SC- 


A- 


12; 


B- 


23; 


MS 


m/z 


483 


(M 


+ 


H 


2- 


SI; 


A- 


12; 


B- 


24; 


MS 


m/z 


483 


(M 


+ 


H 


2- 


52; 


A- 


13; 


B- 


13; 


MS 


m/z 


421 


(M 


+ 


H 


2- 


53; 


A- 


13; 


B- 


14; 


MS 


m/z 


429 


(M 


+ 


H 


2- 


54; 


A- 


13; 


B- 


15; 


MS 


m/z 


443 


(M 


+ 


H 


2- 


55; 


A- 


13; 


B- 


16; 


MS 


m/z 


449 


(M 


-f 


H 


2- 


56; 


A- 


13; 


B- 


17; 


MS 


m/z 


455 


(M 




H 


2- 


57; 


A- 


13; 


B- 


18; 


MS 


m/z 


459 


(M 


+ 


H 


2- 


58; 


A- 


13; 


B- 


19; 


MS 


m/z 


469 


(M 


+ 


H 


2- 


59; 


A- 


13; 


B- 


20; 


MS 


m/z 


471 


(M 


+ 


H 


2- 


60; 


A- 


13; 


B- 


21; 


MS 


m/ z 


475 


(M 


+ 


H 


2- 


61; 


A- 


13; 


B- 


22; 


MS 


m/z 


479 


(M 


+ 


H 


2- 


62; 


A- 


13; 


B- 


23; 


MS 


m/z 


491 


(M 


+ 


H 


2- 


63; 


A- 


13; 


B- 


24; 


MS 


m/ z 


491 


(M 


+ 


H 


2- 


64; 


A- 


14; 


B- 


13; 


MS 


m/ z 


421 


(M 


+ 


H 


2- 


65; 


A- 


14; 


B- 


14; 


MS 


m/ z 


429 


(M 


+ 


H 


2- 


66; 


A- 


14; 


B- 


15; 


MS 


m/ z 


443 


(M 


+ 


H 


2- 


67; 


A- 


14; 


B- 


16; 


MS 


m/z 


449 


(M 


+ 


H 


2- 


68; 


A- 


14; 


B- 


17; 


MS 


m/z 


455 


(M 


+ 


H 
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2- 


69; 


A- 


14 ; 


B- 


18 ; 


MS 


m/z 


459 


(M 


+ 


H) 


2- 


70; 


A- 


14 ; 


B- 


19; 


MS 


m/z 


469 


(M 




H) 


2- 


71; 


A- 


14 ; 


B- 


20 ; 


MS 


m/z 


471 


(M 


+ 


H) 


2- 


72; 


A- 


14; 


B- 


21; 


MS 


m/z 


475 


(M 


+ 


H) 


2- 


73; 


A- 


14; 


B- 


22; 


MS 


m/z 


479 


(M 


+ 


H) 


2- 


74 ; 


A- 


14; 


B- 


23; 


MS 


m/z 


491 


(M 


+ 


H) 


2- 


75; 


A- 


14; 


B- 


24 ; 


MS 


m/z 


491 


(M 


+ 


H) 


2- 


76; 


A- 


15; 


B- 


13; 


MS 


m/z 


429 


(M 


+ 


H) 


2- 


77 ; 


A- 


15; 


B- 


14 ; 


MS 


m/z 


437 


(M 


+ 


H) 


2- 


78 ; 


A- 


15; 


B- 


15; 


MS 


m/ z 


451 


(M 


+ 


H) 


2- 


79; 


A- 


15; 


B- 


16; 


MS 


m/z 


457 


(M 


+ 


H) 


2- 


80; 


A- 


15; 


B- 


17; 


MS 


m/z 


463 


(M 


+ 


H) 


2- 


81; 


A- 


15; 


B- 


18; 


MS 


m/z 


467 


(M 


+ 


H) 


2- 


82; 


A- 


15; 


B- 


19; 


MS 


m/ z 


477 


(M 


+ 


H) 


2- 


83; 


A- 


15; 


B- 


20; 


MS 


m/z 


479 


(M 


+ 


H) 


2- 


84; 


A- 


15; 


B- 


21; 


MS 


m/z 


483 


(M 


+ 


H) 


2- 


85; 


A- 


15; 


B- 


22 ; 


MS 


m/z 


487 


(M 


+ 


H) 


2- 


8 6; 


A- 


15; 


B- 


23; 


MS 


m/z 


499 


(M 


+ 


H) 


2- 


87 ; 


A- 


15; 


B- 


24 ; 


MS 


m/z 


499 


(M 


+ 


H) 


2- 


88; 


A- 


16; 


B- 


13; 


MS 


m/z 


435 


(M 


+ 


H) 


2- 


89; 


A- 


16; 


B- 


14; 


MS 


m/z 


443 


(M 


+ 


H) 


2- 


90; 


A- 


16; 


B- 


15; 


MS 


m/z 


457 


(M 


+ 


H) 


2- 


91; 


A- 


16; 


B- 


16; 


MS 


m/z 


463 


(M 


+ 


H) 


2- 


92; 


A- 


16; 


B- 


17; 


MS 


m/z 


469 


(M 




H) 


2- 


93; 


A- 


16; 


B- 


18; 


MS 


m/z 


473 


(M 


+ 


H) 
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2-94; A-16; B-19; MS m/z 483 (M + H) + 
2-95; A-16; B-20; MS m/z 485 (M + H) + 
2-96; A-16; B-21; MS m/z 489 (M + H) + 
2-97; A-16; B-22; MS m/z 493 (M + H) + 
2-98; A-16; B-23; MS m/z 505 (M + H) + 
2-99; A-16; B-24; MS m/z 505 (M + H) + 
2-100; A-17; B-19; MS m/z 489 (M + H) + 
2-101; A-18; B-08; MS m/z 507 (M + H) + 
2-102; A-19; B-05; MS m/z 457 (M + H) + 
2-103; A-19; B-16; MS m/z 461 (M + H) + " 
2-104; A-19; B-31; MS m/z 523 (M + H) + 
2-105; A-24; B-09; MS m/z 527 (M + H) + 
2-106; A-24; B-19; MS m/z 523 (M + H) + 

2- 107; A-24; B-32; MS m/z 567 (M + H) + 

(c) The examples of compounds described in : 

H 3 C 

V-CH 3 
O N— ( 

which are included in Compound (I), are listed below in 
order of compound number, -NR 3 R 4 , -R 5 and spectrum data 
thereof . 

3- 1; A-09; B-01 
3-2; A-09; B-02 
3-3; A-09; B-03 
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3-4; A-09; B-04; MS m/z 377 (M + H) + 

3-5; A-09; B-05 

3-6; A-09; B-06 

3-7; A-09; B-07; MS m/z 409 (M + H) + 

3-8; A-09; B-08 

3-9; A-09; B-09 



A- 


09; 


B- 


10 














A- 


09; 


B- 


11 














A- 


09; 


B- 


12 














A- 


09; 


B- 


13; 


MS 


m/z 


365 


(M 


+ 


H) + 


A- 


09; 


B- 


14; 


MS 


m/ z 


373 


(M 


+ 


H) + 


A- 


09; 


B- 


15; 


MS 


m/z 


387 


(M 


+ 


H) + 


A- 


09; 


B- 


16; 


MS 


m/z 


393 


(M 


+ 


H) + 


A- 


09; 


B- 


17; 


MS 


m/ z 


399 


(M 


+ 


H) + 


A- 


09; 


B- 


18; 


MS 


m/ z 


403 


(M 


+ 


H) + 


A- 


09; 


B- 


19; 


MS 


m/z 


413 


(M 


+ 


H) + 


A- 


09; 


B- 


20; 


MS 


m/z 


415 


(M 


+ 


H) + 


A- 


09; 


B- 


21; 


MS 


m/z 


419 


(M 


+ 


H) + 


A- 


09; 


B- 


22; 


MS 


m/z 


423 


(M 


+ 


H) + 


A- 


09; 


B- 


23; 


MS 


m/z 


435 


(M 


+ 


H) + 


A- 


09; 


B- 


24; 


MS 


m/z 


435 


(M 


+ 


H) + 


A- 


10; 


B- 


01; 


MS 


m/z 


357 


(M 


+ 


H) + 


A- 


10; 


B- 


02; 


MS 


m/z 


361 


(M 


+ 


H) + 


A- 


10; 


B- 


03; 


MS 


m/z 


319 


(M 


+ 


H) + 


A- 


10; 


B- 


04; 


MS 


m/z 


377 


(M 


+ 


H) + 
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3- 


■2 9; 


A- 


10; 


B- 


05; 


MS 


m/z 


389 


(M 


+ 


H] 


3- 


•30; 


A- 


•10; 


B- 


•06; 


MS 


m/z 


429 


(M 


+ 


H] 


3- 


•31; 


A- 


10; 


B- 


07; 


MS 


m/z 


409 


(M 




h; 


3- 


-32; 


A- 


10; 


B- 


08; 


MS 


m/z 


415 


(M 


+ 


H] 


3- 


•33; 


A- 


10; 


B- 


09; 


MS 


m/z 


417 


(M 


+ 


H) 


3- 


'34; 


A- 


10; 


B- 


10; 


MS 


m/ z 


439 


(M 


+ 


h; 


3- 


35; 


A- 


10; 


B- 


11; 


MS 


m/z 


443 


(M 


+ 


h; 


3- 


36; 


A- 


10; 


B- 


12; 


MS 


m/z 


451 


(M 


+ 


h; 


3- 


37; 


A- 


10; 


B- 


13; 


MS 


m/z 


365 


(M 


+ 


h; 


3- 


38; 


A- 


10; 


B- 


14; 


MS 


m/z 


373 


(M 


+ 


h; 


3- 


39; 


A- 


10; 


B- 


15; 


MS 


m/z 


387 


(M 


+ 


H) 


3- 


40; 


A- 


10; 


B- 


16; 


MS 


m/z 


393 


(M 


+ 


H) 


3- 


41; 


A- 


10; 


B- 


17; 


MS 


m/z 


399 


(M 


+ 


H) 


3- 


42; 


A- 


10; 


B- 


18; 


MS 


m/z 


403 


(M 


+ 


H) 


3- 


43; 


A- 


10; 


B- 


19; 


MS 


m/z 


413 


(M 




H) 


3- 


44; 


A- 


10; 


B- 


20; 


MS 


m/z 


415 


(M 


+ 


H) 


3- 


45; 


A- 


10; 


B- 


21; 


MS 


m/z 


419 


(M 


+ 


H) 


3- 


4 6; 


A- 


10; 


B- 


22; 


MS 


m/ z 


423 


(M 


+ 


H) 


3- 


47; 


A- 


10; 


B- 


23; 


MS 


m/z 


435 


(M 


+ 


H) 


3- 


48; 


A- 


10; 


B- 


24; 


MS 


m/z 


435 


(M 


+ 


H) 


3- 


49; 


A- 


11; 


B- 


01; 


MS 


m/z 


357 


(M 


+ 


H) 


3- 


50; 


A- 


11; 


B- 


02; 


MS 


m/z 


361 


(M 




H) 


3- 


51; 


A- 


11; 


B- 


03; 


MS 


m/z 


319 


(M 


+ 


H) 


3- 


52; 


A- 


11; 


B- 


04; 


MS 


m/z 


377 


(M 


+ 


H) 


3- 


53; 


A- 


11; 


B- 


05; 


MS 


m/z 


389 


(M 


+ 


H) 
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3 


-54 ; 


A- 


11; 


B- 


06; 


MS 


m/z 


429 


(M 


+ 


H 


3 


-55; 


A- 


11; 


B- 


07 ; 


MS 


m/z 


409 


(M 


+ 


H 


3 


-56; 


A- 


11; 


B- 


08; 


MS 


m/z 


415 


(M 


+ 


H 


3 


-57; 


A- 


11; 


B- 


09; 


MS 


m/z 


417 


(M 


+ 


H 


3 


-58; 


A- 


11; 


B- 


10; 


MS 


m/z 


439 


(M 


+ 


H 


3 


-59; 


A- 


11; 


B- 


11; 


MS 


m/z 


443 


(M 


+ 


H 


3 


-60; 


A- 


11; 


B- 


12; 


MS 


m/z 


451 


(M 


+ 


H 


3 


-61; 


A- 


11; 


B- 


13; 


MS 


m/z 


365 


(M 


+ 


H 


3 


-62; 


A- 


11; 


B- 


14; 


MS 


m/z 


373 


(M 


+ 


H 


3 


-63; 


A- 


11; 


B- 


15; 


MS 


m/z 


387 


(M 


+ 


H 


3 


-64; 


A- 


11; 


B- 


16; 


MS 


m/z 


393 


(M 


+ 


H 


3 


-65; 


A- 


11; 


B- 


17; 


MS 


m/z 


399 


(M 


+ 


H 


3 


-66; 


A- 


11; 


B- 


18; 


MS 


m/z 


403 


(M 




H 


3 


-67; 


A- 


11; 


B- 


19; 


MS 


m/z 


413 


(M 


+ 


H 


3 


-68; 


A- 


11; 


B- 


20; 


MS 


m/z 


415 


(M 


+ 


H 


3 


-69; 


A- 


11; 


B- 


21; 


MS 


m/z 


419 


(M 


+ 


H 


3 


-70; 


A- 


11; 


B- 


22; 


MS 


m/z 


423 


(M 


+ 


H 


3 


-71; 


A- 


11; 


B- 


23; 


MS 


m/z 


435 


(M 


+ 


H 


3 


-72 ; 


A- 


11; 


B- 


24; 


MS 


m/z 


435 


(M 


+ 


H 


3 


-73; 


A- 


12; 


B- 


01; 


MS 


m/z 


357 


(M 


+ 


H 


3 


-74; 


A- 


12; 


B- 


02; 


MS 


m/z 


361 


(M 


+ 


H 


3 


-75; 


A- 


12; 


B- 


03; 


MS 


m/z 


319 


(M 


+ 


H 


3 


-76; 


A- 


12; 


B- 


04; 


MS 


m/z 


377 


(M 


+ 


H 


3 


-77; 


A- 


12; 


B- 


05; 


MS 


m/z 


389 


(M 




H 


3 


-78; 


A- 


12; 


B- 


06; 


MS 


m/ z 


429 


(M 


+ 


H 
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3- 


79; 


A- 


1 o 

12 ; 


B- 


07 ; 


MS 


m/z 


409 


(M 


+ 






— > 

3- 


80; 


A- 


12 ; 


B- 


08 ; 


MS 


m/z 


/I 1 IT 

415 


(M 




H) 


+ 


3- 


81; 


A- 


12 ; 


B- 


09; 


MS 


m/z 


417 


(M 




H) 


+ 


3- 


82 ; 


A- 


12 ; 


B- 


10; 


MS 


m/z 


439 


(M 


+ 


H) 


+ 


3- 


83; 


A- 


12; 


B- 


11; 


MS 


m/z 


443 


(M 


+ 


H) 


+ 


3- 


84 ; 


A- 


12 ; 


B- 


12 ; 


MS 


m/ z 


451 


(M 


+ 


H) 


+ 


3- 


85; 


A- 


12; 


B- 


13; 


MS 


m/z 


365 


(M 


+ 


H) 


+ 


3- 


86; 


A- 


12; 


B- 


14 ; 


MS 


m/z 


373 


(M 


+ 


H) 


+ 


3- 


87; 


A- 


12; 


B- 


15; 


MS 


m/z 


387 


(M. 


+ 


H) 


+ 


3- 


88 ; 


A- 


12; 


B- 


16; 


MS 


m/z 


393 


(M 


+ 


H) 




3- 


89; 


A- 


12; 


B- 


17 ; 


MS 


m/z 


399 


(M 


+ 


H) 


+ 


3- 


90; 


A- 


12 ; 


B- 


18 ; 


MS 


m/ z 


403 


(M 




H) 


+ 


3- 


91; 


A- 


12; 


B- 


19; 


MS 


m/z 


413 


(M 


+ 


H) 


+ 


3- 


92; 


A- 


12; 


B- 


20; 


MS 


m/z 


415 


(M 


+ 


H) 


+ 


3- 


93; 


A- 


12; 


B- 


21; 


MS 


m/z 


419 


(M 


+ 


H) 


+ 


3- 


94; 


A- 


12; 


B- 


22; 


MS 


m/z 


423 


(M 


+ 


H) 


+ 


3- 


95; 


A- 


12; 


B- 


23; 


MS 


m/z 


435 


(M 


+ 


H) 


+ 


3- 


96; 


A- 


12; 


B- 


24; 


MS 


m/ z 


435 


(M 


+ 


H) 


+ 


3- 


97; 


A- 


13; 


B- 


01; 


MS 


m/z 


365 


(M 


+ 


H) 


+ 


3- 


98; 


A- 


13; 


B- 


02; 


MS 


m/z 


369 


(M 


+ 


H) 


+ 


3- 


99; 


A- 


13; 


B- 


03; 


MS 


m/z 


327 


(M 




H) 


+ 



3-100; A-13; B-04; MS m/z 385 (M + H) + 

3-101; A-13; B-05; MS m/z 397 (M + H) + 

3-102; A-13; B-06; MS m/z 437 (M + H) + 

3-103; A-13; B-07; MS m/z 417 (M + H) + 
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3- 


■104; 


A- 


•13; 


B- 


-08; 


MS 


m/z 


423 


(M 


+ 


H] 


3- 


■105; 


A- 


13; 


B- 


♦09; 


MS 


m/z 


425 


(M 


+ 


H] 


3- 


•106; 


A- 


13; 


B- 


-10; 


MS 


m/z 


447 


(M 


+ 


H) 


3- 


107; 


A- 


13; 


B- 


•11; 


MS 


m/z 


451 


(M 


+ 


H) 


3- 


108; 


A- 


13; 


B- 


■12; 


MS 


m/z 


459 


(M 


+ 


H) 


3- 


109; 


A- 


13; 


B- 


•13; 


MS 


m/z 


373 


(M 


+ 


H) 


3- 


110; 


A- 


13; 


B- 


-14; 


MS 


m/z 


381 


(M 


+ 


H) 


3- 


111; 


A- 


13; 


B- 


■15; 


MS 


m/z 


395 


(M 


+ 


H) 


3- 


112; 


A- 


13; 


B- 


■16; 


MS 


m/z 


401 


(M 


+ 


H) 


3- 


113; 


A- 


13; 


B- 


•17; 


MS 


m/z 


407 


(M 


+ 


H) 


3- 


114; 


A- 


13; 


B- 


18; 


MS 


m/ z 


411 


(M 


+ 


H) 


3- 


115; 


A- 


13; 


B- 


19; 


MS 


m/z 


421 


(M 


+ 


H ) 


3- 


116; 


A- 


13; 


B- 


20; 


MS 


m/z 


423 


(M 


+ 


H) 


3- 


117; 


A- 


13; 


B- 


21; 


MS 


m/z 


427 


(M 


+ 


H) 


3- 


118; 


A- 


13; 


B- 


22; 


MS 


m/z 


431 


(M 


+ 


H) 


3- 


119; 


A- 


13; 


B- 


23; 


MS 


m/z 


443 


(M 


+ 


H) 


3- 


120; 


A- 


13; 


B- 


24; 


MS 


m/z 


443 


(M 


+ 


H) 


3- 


121; 


A- 


14; 


B- 


01; 


MS 


m/z 


365 


(M 


+ 


H) 


3- 


122; 


A- 


14; 


B- 


02; 


MS 


m/z 


369 


(M 


+ 


H) 


3- 


123; 


A- 


14; 


B- 


03; 


MS 


m/z 


327 


(M 


+ 


H) 


3- 


124; 


A- 


14; 


B- 


04; 


MS 


m/ z 


385 


(M 


+ 


H) 


3- 


125; 


A- 


14; 


B- 


05; 


MS 


m/z 


397 


(M 


+ 


H) 


3- 


126; 


A- 


14; 


B- 


06; 


MS 


m/z 


437 


(M 


+ 


H) 


3- 


127; 


A- 


14; 


B- 


07; 


MS 


m/ z 


417 


(M 


+ 


H) 


3- 


128; 


A- 


14; 


B~ 


08; 


MS 


m/z 


423 


(M 


+ 


H) 
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3- 


12 9; 


A- 


14 ; 


B- 


09; 


MS 


m/z 


425 


(M 


+ 


H 


3- 


130; 


A- 


14; 


B- 


10; 


MS 


m/z 


447 


(M 


+ 


H 


3- 


131; 


A- 


14; 


B- 


11; 


MS 


m/z 


451 


(M 


+ 


H 


3- 


132; 


A- 


14; 


B- 


12; 


MS 


m/z 


459 


(M 


+ 


H 


3- 


133; 


A- 


14; 


B- 


13; 


MS 


m/z 


373 


(M 


+ 


H 


3- 


134; 


A- 


14 ; 


B- 


14; 


MS 


m/z 


381 


(M 


+ 


H 


3- 


135; 


A- 


14; 


B- 


15; 


MS 


m/z 


395 


(M 


+ 


H 


3- 


136; 


A- 


14; 


B- 


16; 


MS 


m/z 


401 


(M 


+ 


H 


3- 


137; 


A- 


14 ; 


B- 


17; 


MS 


m/z 


407 


(M 


+ 


H 


3- 


138; 


A- 


14 ; 


B- 


18; 


MS 


m/z 


411 


(M 


+ 


H 


3- 


139; 


A- 


14; 


B- 


19; 


MS 


m/z 


421 


(M 


+ 


H 


3- 


140; 


A- 


14; 


B- 


20; 


MS 


m/z 


423 


(M 




H 


3- 


141; 


A- 


14; 


B- 


21; 


MS 


m/ z 


427 


(M 


+ 


H 


3- 


142; 


A- 


14; 


B- 


22; 


MS 


m/z 


431 


(M 




H 


3- 


14 3; 


A- 


14 ; 


B- 


23; 


MS 


m/z 


443 


(M 


+ 


H 


3- 


14 4; 


A- 


14 ; 


B- 


24; 


MS 


m/z 


443 


(M 


+ 


H 


3- 


145; 


A- 


15; 


B- 


01; 


MS 


m/z 


373 


(M 


+ 


H 


3- 


146; 


A- 


15; 


B- 


02; 


MS 


m/z 


377 


(M 


+ 


H 


3- 


147; 


A- 


15; 


B- 


03; 


MS 


m/z 


335 


(M 


+ 


H 


3- 


148; 


A- 


15; 


B- 


04; 


MS 


m/z 


393 


(M 


+ 


H 


3- 


149; 


A- 


15; 


B- 


05; 


MS 


m/z 


405 


(M 


+ 


H 


3- 


150; 


A- 


15; 


B- 


06 














3- 


151; 


A- 


15; 


B- 


07; 


MS 


m/z 


425 


(M 


+ 


H 


3- 


152; 


A- 


15; 


B- 


08; 


MS 


m/z 


431 


(M 


+ 


H 


3- 


153; 


A- 


15; 


B- 


09; 


MS 


m/z 


433 


(M 


+ 


H 
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3- 


1 C A - 

154 ; 


A- 


15; 


B- 


10; 


MS 


m/z 


/ICC 

455 


(M 


+ 


IT \ + 

H) 


3- 


1 r r 

155; 


A- 


15; 


B- 


11; 


MS 


m/z 


459 


(M 


+ 


H) 


3- 


156; 


A- 


15; 


B- 


12 ; 


MS 


m/z 


467 


(M 


+ 


H) 


3- 


157; 


A- 


15; 


B- 


13; 


MS 


m/z 


381 


(M 


+ 


H) 


3- 


15 8; 


A- 


15; 


B- 


14 ; 


MS 


m/z 


389 


(M 


+ 


H) 


3- 


159; 


A- 


15; 


B- 


15; 


MS 


m/z 


403 


(M 


+ 


TT V + 

H) 


3- 


160; 


A- 


15; 


B- 


16; 


MS 


m/z 


409 


(M 


+ 


H) 


3- 


161; 


A- 


15; 


B- 


17; 


MS 


m/z 


415 


(M 


+ 


H) 


3- 


162; 


A- 


15; 


B- 


18; 


MS 


m/z 


419 


(M 


+ 


TT \ + 

H) 


3- 


163; 


A- 


15; 


B- 


19; 


MS 


m/z 


429 


(M 


+ 


TT \ + 

H) 


3- 


164; 


A- 


15; 


B- 


20; 


MS 


m/z 


431 


(M 


+ 


TT \ + 

H) 


3- 


165; 


A- 


15; 


B- 


21; 


MS 


m/z 


435 


(M 


+ 


TT \ + 

H) 


3- 


166; 


A- 


15; 


B- 


22 ; 


MS 


m/z 


439 


(M 


+ 


TT \ + 

H) 


3- 


167; 


A- 


15; 


B- 


23; 


MS 


m/z 


451 


(M 


+ 


TT V + 

H) 


3- 


168; 


A- 


15; 


B- 


24 ; 


MS 


m/z 


451 


(M 


+ 


TT V + 

H) 


3- 


169; 


A- 


16; 


B- 


01; 


MS 


m/ z 


379 


(M 


+ 


TT \ + 

H) 


3- 


17 0; 


A- 


16; 


B- 


02; 


MS 


m/z 


383 


(M 


+ 


TT \ + 

H) 


3- 


171; 


A- 


16; 


B- 


03; 


MS 


m/z 


341 


(M 


+ 


TT \ + 

H) 


3- 


172; 


A- 


16; 


B- 


04; 


MS 


m/z 


399 


(M 


+ 


TT \ + 

H) 


3- 


173; 


A- 


16; 


B- 


05; 


MS 


m/z 


411 


(M 


+ 


H) + 


3- 


174; 


A- 


16; 


B- 


06; 


MS 


m/z 


451 


(M 


+ 


H) + 


3- 


175; 


A- 


16; 


B- 


07; 


MS 


m/z 


431 


(M 


+ 


H) + 


3- 


176; 


A- 


16; 


B- 


08; 


MS 


m/z 


437 


(M 


+ 


H) + 


3- 


177; 


A- 


16; 


B- 


09; 


MS 


m/z 


439 


(M 


+ 


H) + 


3- 


178; 


A- 


16; 


B- 


10; 


MS 


m/z 


461 


(M 




H) + 
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J- 


17 9; 


A- 


16; 


B- 


•11; 


MS 


m/z 


4 65 


(M 


+ 


H) 


3- 


18 0; 


A- 


16; 


B- 


-12; 


MS 


m/z 


473 


(M 


+ 


Tt \ + 

H) 


-> 

3- 


181; 


A- 


16; 


B- 


-13; 


MS 


m/z 


387 


(M 


+ 


TT \ + 

H) 


3- 


182 ; 


A- 


16; 


B- 


14; 


MS 


m/z 


395 


(M 


+ 


TT \ + 

H) 


3- 


18 3; 


A- 


16; 


B- 


15; 


MS 


m/z 


409 


(M 


+ 


TT \ + 

H) 


3- 


18 4 ; 


A- 


16; 


B- 


16; 


MS 


m/z 


415 


(M 


+ 


TT \ + 

H) 


3- 


18 5; 


A- 


16; 


B- 


17; 


MS 


m/z 


421 


(M 


+ 


TT \ + 

H) 


3- 


18 6; 


A- 


16; 


B- 


18; 


MS 


m/z 


425 


(M 


+ 


TT \ + 

H) 


3- 


18 7 ; 


A- 


16; 


B- 


19; 


MS 


m/z 


435 


(M 


+ 


TT \ + 

H) 


3- 


18 8 ; 


A- 


16; 


B- 


20; 


MS 


m/z 


437 


(M 


+ 


TT \ + 

H) 


3- 


189; 


A- 


16; 


B- 


21; 


MS 


m/z 


441 


(M 


+ 


H) + 


3- 


190; 


A- 


16; 


B- 


22; 


MS 


m/z 


445 


(M 


+ 


H) + 


3- 


191; 


A- 


16; 


B- 


23; 


MS 


m/z 


457 


(M 


+ 


H) + 


3- 


192; 


A- 


16; 


B~ 


24; 


MS 


m/ z 


457 


(M 


+ 


H) + 


3- 


193; 


A- 


19; 


B- 


08; 


MS 


m/ z 


435 


(M 


+ 


H) + 


3- 


194; 


A- 


19; 


B- 


19; 


MS 


m/z 


433 


(M 


+ 


H) + 



(d) The examples of compounds described in : 




R 5 



which are included in Compound (I), are listed below in 

order of compound number , -NR 3 R 4 , -R 5 and spectrum data 
thereof . 

4-1; A-09; B-01; MS m/z 411 (M + H) + 
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A-09; B-02; MS m/z 415 (M + H) + 

A-09; B-03; MS m/z 373 (M + H) + 

A-09; B-04; MS m/z 431 (M + H) + 

A-09; B-05; MS m/z 443 (M + H) + 

A-09; B-06; MS m/z 483 (M + H) + 

A-09; B-07; MS m/z 463 (M + H) + 

A-09; B-08; MS m/z 469 (M + H) + 

A-09; B-09; MS m/z 471 (M + H) + 



4 


-10; 


A- 


09; 


B- 


10; 


MS 


m/z 


493 


(M 


+ 


H) + 


4 


-11; 


A- 


09; 


B- 


11; 


MS 


m/z 


497 


(M 


+ 


H) + 


4 


-12; 


A- 


•09; 


B- 


12; 


MS 


m/z 


505 


(M 


+ 


H) + 


4 


-13; 


A- 


10; 


B- 


01; 


MS 


m/z 


411 


(M 


+ 


H) + 


4 


-14; 


A- 


10; 


B- 


02; 


MS 


m/z 


415 


(M 


+ 


H) + 


4 


-15; 


A- 


10; 


B- 


03; 


MS 


m/z 


373 


(M 


+ 


H) + 


4 


-16; 


A- 


10; 


B- 


04; 


MS 


m/z 


431 


(M 


+ 


H) + 


4 


-17; 


A- 


10; 


B- 


05; 


MS 


m/z 


443 


(M 




H) + 


4 


-18; 


A- 


10; 


B- 


06; 


MS 


m/z 


483 


(M 


+ 


H) + 


4 


-19; 


A- 


10; 


B- 


07; 


MS 


m/z 


463 


(M 


+ 


H) + 


4 


-20; 


A- 


10; 


B- 


08; 


MS 


m/z 


469 


(M 


+ 


H) + 


4 


-21; 


A- 


10; 


B- 


09; 


MS 


m/z 


471 


(M 


+ 


H) + 


4 


-22; 


A- 


10; 


B- 


10; 


MS 


m/z 


493 


(M 


+ 


H) + 


4 


-23; 


A- 


10; 


B- 


11; 


MS 


m/z 


497 


(M 


+ 


H) + 


4 


-24; 


A- 


10; 


B- 


12; 


MS 


m/z 


505 


(M 


+ 


H) + 


4 


-25; 


A- 


11; 


B- 


01; 


MS 


m/z 


411 


(M 


+ 


H) + 


4 


-26; 


A- 


11; 


B- 


02; 


MS 


m/z 


415 


(M 


+ 


H) + 
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4 


-27; 


A- 


11; 


B- 


03; 


MS 


m/z 


373 


(M 


+ 


H 


4 


-28; 


A- 


11; 


B- 


04; 


MS 


m/z 


431 


(M 




H 


4 


-2 9; 


A- 


11; 


B- 


05; 


MS 


m/z 


443 


(M 


+ 


H 


4 


-30; 


A- 


11; 


B- 


06; 


MS 


m/ z 


483 


(M 


+ 


H 


4 


-31; 


A- 


11; 


B- 


07; 


MS 


m/z 


463 


(M 


+ 


H 


4 


-32; 


A- 


11; 


B- 


08; 


MS 


m/z 


469 


(M 




H 


4 


-33; 


A- 


11; 


B- 


09; 


MS 


m/ z 


471 


(M 




H 


4 


-34; 


A- 


11; 


B- 


10; 


MS 


m/z 


493 


(M 


+ 


H 


4 


-35; 


A- 


11; 


B- 


11; 


MS 


m/z 


497 


(M 


+ 


H 


4 


-36; 


A- 


11; 


B- 


12; 


MS 


m/z 


505 


(M 




H 


4 


-37; 


A- 


12; 


B- 


01; 


MS 


m/z 


411 


(M 


+ 


H 


4 


-38; 


A- 


12; 


B- 


02; 


MS 


m/z 


415 


(M 


+ 


H 


4 


-39; 


A- 


12; 


B- 


03; 


MS 


m/z 


373 


(M 


+ 


H 


4 


-40; 


A- 


12; 


B- 


04; 


MS 


m/ z 


431 


(M 


+ 


H 


4 


-41; 


A- 


12; 


B- 


05; 


MS 


m/z 


443 


(M 


+ 


H 


4 


-42; 


A- 


12; 


B- 


06; 


MS 


m/z 


483 


(M 


+ 


H 


4 


-43; 


A- 


12; 


B- 


07; 


MS 


m/z 


463 


(M 


+ 


H 


4 


-44; 


A- 


12; 


B- 


08; 


MS 


m/z 


469 


(M 


+ 


H 


4 


-45; 


A- 


12; 


B- 


09; 


MS 


m/z 


471 


(M 


+ 


H 


4 


-46; 


A- 


12; 


B- 


10; 


MS 


m/z 


493 


(M 


+ 


H 


4 


-47; 


A- 


12; 


B- 


11; 


MS 


m/z 


497 


(M 


+ 


H 


4 


-48; 


A- 


12; 


B- 


12; 


MS 


m/z 


505 


(M 


+ 


H 


4 


-49; 


A- 


13; 


B- 


01; 


MS 


m/z 


419 


(M 


+ 


H 


4 


-50; 


A- 


13; 


B- 


02; 


MS 


m/z 


423 


(M 


+ 


H 


4 


-51; 


A- 


13; 


B- 


03; 


MS 


m/z 


381 


(M 


+ 


H 



4 


-52; 


A-13; 


B- 


04; 


4 


-53; 


A-13; 


B- 


05; 


4 


-54; 


A-13; 


B- 


06; 


4 


-55; 


A-13; 


B- 


07; 


4 


-56; 


A-13; 


B- 


08; 


4 


-57; 


A-13; 


B- 


09; 


4 


-58; 


A-13; 


B- 


10; 


4 


-59; 


A-13; 


B- 


11; 


4 


-60; 


A-13; 


B- 


12; 


4 


-61; 


A-14; 


B- 


01; 


4 


-62; 


A-14; 


B- 


02; 


4 


-63; 


A-14; 


B- 


03; 


4 


-64; 


A-14; 


B- 


04; 


4 


-65; 


A-14; 


B- 


05; 


4 


-66; 


A-14; 


B- 


06; 


4 


-67; 


A-14; 


B- 


07; 


4 


-68; 


A-14; 


B- 


08; 


4 


-69; 


A-14; 


B- 


09; 


4 


-70; 


A-14; 


B- 


10; 


4 


-71; 


A-14; 


B- 


11; 


4 


-72; 


A-14; 


B- 


12; 


4 


-73; 


A-15; 


B- 


01; 


4 


-7 4; 


A-15; 


B- 


02; 


4 


-75; 


A-15; 


B- 


03; 


4 


-7 6; 


A-15; 


B- 


04; 
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MS 


m/z 


439 


(M 


+ 


H 


MS 


m/z 


451 


(M 


+ 


H 


MS 


m/z 


491 


(M 


+ 


H 


MS 


m/z 


471 


(M 


+ 


H 


MS 


m/z 


477 


(M 


+ 


H 


MS 


m/ z 


479 


(M 


+ 


H 


MS 


m/z 


501 


(M 


+ 


H 


MS 


m/z 


505 


(M 


+ 


H 


MS 


m/z 


513 


(M 


+ 


H 


MS 


m/z 


419 


(M 


+ 


H 


MS 


m/ z 


423 


(M 


+ 


H 


MS 


m/ z 


381 


(M 


+ 


H 


MS 


m/z 


439 


(M 


+ 


H 


MS 


m/z 


451 


(M 


+ 


H 


MS 


m/z 


491 


(M 


+ 


H 


MS 


m/ z 


471 


(M 


+ 


H 


MS 


m/z 


477 


(M 


+ 


H 


MS 


m/ z 


479 


(M 


+ 


H 


MS 


m/z 


501 


(M 


+ 


H 


MS 


m/z 


505 


(M 


+ 


H 


MS 


m/ z 


513 


(M 


+ 


H 


MS 


m/ z 


427 


(M 


+ 


H 


MS 


m/z 


431 


(M 


+ 


H 


MS 


m/z 


389 


(M 


+ 


H 


MS 


m/z 


447 


(M 


+ 


H 
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4 


-77 ; 


A-15 ; 


B- 


05 ; 


MS 


m/z 


459 


(M 




H) 


+ 


4 


-78 ; 


A-15; 


B- 


06; 


MS 


m/z 


499 


(M 


+ 


H) 




4 


-7 9; 


A-15; 


B- 


07 ; 


MS 


m/z 


479 


(M 


+ 


H) 


+ 


4 


-8 0; 


A-15; 


B- 


08 ; 


MS 


m/z 


485 


(M 


+ 


H) 


+ 


4 


-81; 


A-15; 


B- 


09; 


MS 


m/z 


487 


(M 


+ 


H) 


+ 


4 


-82; 


A-15; 


B- 


10; 


MS 


m/z 


509 


(M 


+ 


H) 


+ 


4 


-83; 


A-15; 


B- 


11; 


MS 


m/z 


513 


(M 


+ 


H) 


+ 


4 


-84 ; 


A- 1 5 ; 


B- 


12 ; 


MS 


m/z 


521 


(M 


+ 


H) 


+ 


4 


-85; 


A- 1 6 ; 


B- 


01; 


MS 


m/z 


433 


(M 


+ 


H) 


+ 


4 


-86; 


A- 1 6 ; 


B- 


02 ; 


MS 


m/ z 


437 


(M 


+ 


H) 


+ 


4 


-87; 


A-16; 


B- 


03; 


MS 


m/z 


395 


(M 


+ 


H) 


+ 


4 


-88; 


A-16; 


B- 


04; 


MS 


m/z 


453 


(M 


+ 


H) 


+ 


4 


-8 9; 


A-16; 


B- 


05; 


MS 


m/z 


465 


(M 


+ 


H) 


+ 


4 


-90; 


A-16; 


B- 


06; 


MS 


m/z 


505 


(M 


+ 


H) 


+ 


4 


-91; 


A- 1 6 ; 


B- 


07 ; 


MS 


m/z 


485 


(M 


+ 


H) 


+ 


4 


-92; 


A-16; 


B- 


08 ; 


MS 


m/z 


491 


(M 


+ 


H) 


+ 


4 


-93; 


A- 1 6 ; 


B- 


09; 


MS 


m/z 


493 


(M 


+ 


H) 


+ 


4 


-94 ; 


A- 1 6 ; 


B- 


10; 


MS 


m/z 


515 


(M 


+ 


H) 


+ 


4 


-95; 


A-16; 


B- 


11; 


MS 


m/z 


519 


(M 


+ 


H) 


+ 


4 


-96; 


A-16; 


B- 


12; 


MS 


m/z 


527 


(M 


+ 


H) 


+ 


4 


-97; 


A-25; 


B- 


01; 


MS 


m/ z 


400 


(M 


+ 


H) 


+ 


4 


-98; 


A-25; 


B- 


02; 


MS 


m/z 


404 


(M 


+ 


H) 


+ 


4 


-99; 


A-2 5; 


B- 


03; 


MS 


m/z 


362 


(M 




H) 


+ 


4 


-100 


; A-25 


; B 


-04 


; MS m/z 


420 


(M + H) 



4-101; A-25; B-05; MS m/z 432 (M + H) + 
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4 


-102; 


A- 


-25; 


B- 


-06; 


MS 


m/z 


472 


(M 


+ 


H] 


4 


-103; 


A- 


■25; 


B- 


■07; 


MS 


m/z 


452 


(M 


+ 


H) 


4 


-104; 


A- 


-25; 


B- 


•08; 


MS 


m/z 


458 


(M 


+ 


H) 


4 


-105; 


A- 


•25; 


B- 


•09; 


MS 


m/z 


460 


(M 


+ 


H] 


4 


-106; 


A- 


-25; 


B- 


■10; 


MS 


m/z 


482 


(M 


+ 


H] 


4 


-107; 


A- 


■25; 


B- 


•11; 


MS 


m/z 


486 


(M 


+ 


H) 


4 


-108; 


A- 


■25; 


B- 


12; 


MS 


m/z 


494 


(M 


+ 


H) 


4 


-109; 


A- 


■26; 


B- 


01; 


MS 


m/z 


406 


(M 


+ 


H) 


4 


-110; 


A- 


•2 6; 


B- 


02; 


MS 


m/z 


410 


(M 


+ 


H ) 


4 


-111; 


A- 


•2 6; 


B- 


03; 


MS 


m/z 


368 


(M 


+ 


H) 


4 


-112; 


A- 


•2 6; 


B- 


04; 


MS 


m/z 


426 


(M 


+ 


H) 


4 


-113; 


A- 


26; 


B- 


05; 


MS 


m/z 


438 


(M 


+ 


H) 


4 


-114; 


A- 


26; 


B- 


06; 


MS 


m/z 


478 


(M 


+ 


H) 


4 


-115; 


A- 


26; 


B- 


07; 


MS 


m/z 


458 


(M 


+ 


H) 


4 


-116; 


A- 


2 6; 


B- 


08; 


MS 


m/z 


464 


(M 


+ 


H) 


4 


-117; 


A- 


26; 


B- 


09; 


MS 


m/z 


466 


(M 


+ 


H) 


4 


-118; 


A- 


26; 


B- 


10; 


MS 


m/z 


488 


(M 


+ 


H) 


4 


-119; 


A- 


26; 


B- 


11; 


MS 


m/z 


492 


(M 


+ 


H) 


4 


-120; 


A- 


26; 


B- 


12; 


MS 


m/z 


500 


(M 


+ 


H) 


4 


-121; 


A- 


27; 


B- 


01; 


MS 


m/z 


440 


(M 


+ 


H) 


4 


-122; 


A- 


27; 


B- 


02; 


MS 


m/ z 


444 


(M 


+ 


H) 


4 


-123; 


A- 


27; 


B- 


03; 


MS 


m/z 


402 


(M 


+ 


H) 


4 


-124; 


A- 


27; 


B- 


04; 


MS 


m/z 


460 


(M 


+ 


H) 


4 


-125; 


A- 


27; 


B- 


05; 


MS 


m/z 


472 


(M 


+ 


H) 


4 


-126; 


A- 


27; 


B- 


06; 


MS 


m/z 


512 


(M 




H) 
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4- 


127 ; 


A- 


•27 ; 


B- 


07; 


MS 


m/z 


492 


(M 


+ 


h; 


4- 


12 8; 


A- 


27 ; 


B- 


08; 


MS 


m/z 


498 


(M 


+ 


h; 


4- 


12 9; 


A- 


'27 ; 


B- 


09; 


MS 


m/z 


500 


(M 


+ 


h; 


4- 


130; 


A- 


•27 ; 


B- 


10; 


MS 


m/z 


522 


(M 


+ 


h; 


4- 


131; 


A- 


27; 


B- 


11; 


MS 


m/z 


526 


(M 


+ 


h; 


4- 


132; 


A- 


27 ; 


B- 


12; 


MS 


m/z 


534 


(M 


+ 


h; 


4- 


133; 


A- 


28; 


B- 


01; 


MS 


m/z 


470 


(M 


+ 


h; 


4- 


134; 


A- 


•28; 


B- 


02; 


MS 


m/z 


474 


(M 


+ 


h; 


4- 


135; 


A- 


28; 


B- 


03; 


MS 


m/z 


432 


(M 


+ 


h; 


4- 


136; 


A- 


28; 


B- 


04; 


MS 


m/z 


490 


(M 


+ 


h; 


4- 


137; 


A- 


28; 


B- 


05; 


MS 


m/z 


502 


(M 


+ 


h; 


4- 


138; 


A- 


28; 


B- 


06; 


MS 


m/z 


542 


(M 


+ 


h; 


4- 


139; 


A- 


28; 


B- 


07; 


MS 


m/z 


522 


(M 


+ 


h; 


4- 


140; 


A- 


28; 


B- 


08; 


MS 


m/z 


528 


(M 


+ 


H] 


4- 


141; 


A- 


28; 


B- 


09; 


MS 


m/z 


530 


(M 


+ 


H] 


4- 


142; 


A- 


28; 


B- 


10; 


MS 


m/z 


552 


(M 


+ 


H] 


4- 


143; 


A- 


28; 


B- 


11; 


MS 


m/z 


556 


(M 


+ 


H] 


4- 


144; 


A- 


28; 


B- 


12; 


MS 


m/z 


564 


(M 


+ 


H) 


4- 


145; 


A- 


29; 


B- 


01; 


MS 


m/z 


385 


(M 


+ 


H] 


4- 


146; 


A- 


29; 


B- 


02; 


MS 


m/z 


389 


(M 




H) 


4- 


147; 


A- 


29; 


B- 


03; 


MS 


m/z 


347 


(M 


+ 


H) 


4- 


148; 


A- 


29; 


B- 


04; 


MS 


m/z 


405 


(M 


+ 


H) 


4- 


149; 


A- 


29; 


B- 


05; 


MS 


m/z 


417 


(M 


+ 


H) 


4- 


150; 


A- 


29; 


B- 


06; 


MS 


m/z 


457 


(M 


+ 


H) 


4- 


151; 


A- 


29; 


B- 


07; 


MS 


m/z 


437 


(M 


+ 


H) 
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4- 


ICO 

-152 ; 


A- 


-2 9; 


B- 


•08; 


MS 


m/z 


443 


(M 




H, 


4- 


-153; 


A- 


•2 9; 


B- 


-09; 


MS 


m/z 


445 


(M 


+ 


H] 


4- 


•154; 


A- 


■2 9; 


B- 


•10; 


MS 


m/z 


467 


(M 




H] 


4- 


■155; 


A- 


•29; 


B- 


•11; 


MS 


m/z 


471 


(M 


+ 


H 


4- 


•15 6; 


A- 


•2 9; 


B- 


•12; 


MS 


m/z 


479 


(M 


+ 


h; 


4- 


157 ; 


A- 


-30; 


B- 


•01; 


MS 


m/z 


428 


(M 




H) 


4- 


158 ; 


A- 


•30; 


B- 


•02; 


MS 


m/z 


432 


(M 


+ 


H) 


4- 


159; 


A- 


•30; 


B- 


•03; 


MS 


m/z 


390 


(M 


+ 


H) 


4- 


160; 


A- 


•30; 


B- 


■04 ; 


MS 


m/z 


448 


(M 


+ 


H) 


4- 


161; 


A- 


•30; 


B- 


•05; 


MS 


m/z 


460 


(M 


+ 


H) 


4- 


162 ; 


A- 


30; 


B- 


0 6; 


MS 


m/z 


500 


(M 


+ 


H) 


4- 


163; 


A- 


30; 


B- 


07 ; 


MS 


m/z 


480 


(M 


+ 


H) 


4- 


164 ; 


A- 


30; 


B- 


08; 


MS 


m/z 


486 


(M 


+ 


H) 


4- 


165; 


A- 


30; 


B- 


09; 


MS 


m/z 


488 


(M 


+ 


H) 


4- 


166; 


A- 


30; 


B- 


10; 


MS 


m/z 


510 


(M 


+ 


H) 


4- 


167 ; 


A- 


30; 


B- 


11; 


MS 


m/z 


514 


(M 


+ 


H) 


4- 


168 ; 


A- 


30; 


B- 


12; 


MS 


m/z 


522 


(M 


+ 


H) 


4- 


169; 


A- 


31; 


B- 


01; 


MS 


m/z 


428 


(M 


+ 


H) 


4- 


17 0; 


A- 


31; 


B- 


02 ; 


MS 


m/z 


432 


(M 




H) 


4- 


171; 


A- 


31; 


B- 


03; 


MS 


m/z 


390 


(M 


+ 


H) 


4- 


172; 


A- 


31; 


B- 


04; 


MS 


m/z 


448 


(M 


+ 


H) 


4- 


173; 


A- 


31; 


B- 


05; 


MS 


m/z 


460 


(M 


+ 


H) 


4- 


174; 


A- 


31; 


B- 


06; 


MS 


m/z 


500 


(M 


+ 


H) 


4- 


175; 


A- 


31; 


B- 


07; 


MS 


m/z 


480 


(M 


+ 


H) 


4- 


176; 


A- 


31; 


B- 


08; 


MS 


m/z 


486 


(M 


+ 


H) 
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A 

4 


ITT. 

- 1 / / ; 


A- 


o i . 
■31 ; 


B- 


•u y ; 


Mb 


m/ z 


/I o o 
4 o o 


(M 


+ 


H) 


A 
4 


no , 
- 1 / o ; 


A- 


■31; 


B- 


-10; 


MS 


m/ z 


CIO 

510 


( M 


+ 


H) 


4 


-17 9; 


A- 


■31; 


B- 


•11; 


MS 


m/ z 


C 1 /I 

514 


(M 


+ 


TJ V + 

H) 


4 


ion. 

- 1 o U ; 


A- 


•31; 


B- 


1 o . 

12; 


MS 


m/z 


coo 

522 


(M 


+ 


H) 


4 


- 1 o 1 ; 


A- 


O O - 

32 ; 


B- 


A 1 . 

01; 


MS 


m/ z 


/t C /I 

454 


(M 


+ 


H) 


A 

4 


TOO. 

-18 2; 


A- 


O O - 

32 ; 


B- 


O O . 

02; 


MS 


m/z 


458 


(M 


+ 


T T V + 

H) 


A 

4 


TOO. 

- 1 o 3 ; 


A- 


o o . 

32; 


B- 


03; 


MS 


m/ z 


416 


(M 


+ 


H) 


A 

4 


-18 4; 


A- 


O O . 

32; 


B- 


O /I . 

0 4 ; 


MS 


m/z 


474 


(M 


+ 


H) 


4 


IOC. 

-185; 


A- 


O O • 

32 ; 


B- 


n c . 

05 ; 


MS 


m/z 


486 


(M 


+ 


H) 


4 


-1 ft • 

J- O U / 


A _ 
r\ 


^9 • 


J_> 


U O / 


MQ 
riu 


m/ z 


J-iO 


\ 1Y1 


i 


LI \ + 

n ) 


4 


-187; 


A- 


32; 


B- 


07; 


MS 


m/z 


506 


(M 


+ 


H) 


4 


-188; 


A- 


32; 


B- 


08; 


MS 


m/z 


512 


(M 


+ 


H) + 


4 


-189; 


A- 


32; 


B- 


09; 


MS 


m/z 


514 


(M 


+ 


H) + 


4 


-190; 


A- 


32; 


B- 


10; 


MS 


m/z 


536 


(M 


+ 


H) + 


4 


-191; 


A- 


32; 


B- 


11; 


MS 


m/z 


540 


(M 


+ 


H) + 


4 


-192; 


A- 


32; 


B- 


12; 


MS 


m/z 


548 


(M 


+ 


H) + 



(e) The examples of compounds described in : 



which are included in Compound (I), are listed below in 

order of compound number, -NR 3 R 4 , -R 5 and spectrum data 
thereof . 

5-1; A-09; B-01; MS m/z 343 (M + H) + 
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5-2; A-09; B-02; MS m/z 347 (M + H) + 

5-3; A-09; B-03; MS m/z 305 (M + H) + 

5-4; A-09; B-04; MS m/z 363 (M + H) + 

5-5; A-09; B-05; MS m/z 375 (M + H) + 

5-6; A-09; B-06; MS m/z 415 (M + H) + 

5-7; A-09; B-07; MS m/z 395 (M + H) + 

5-8; A-09; B-08; MS m/z 401 (M + H) + 

5-9; A-09; B-09; MS m/z 403 (M + H) + 



5- 


10; 


A- 


09; 


B- 


10; 


MS 


m/z 


425 


(M 


+ 


TT \ + 

H) 


5- 


11; 


A- 


0 9; 


B- 


11 ; 


MS 


m/z 


429 


(M 


+ 


H) 


5- 


12 ; 


A- 


09; 


B- 


12 ; 


MS 


m/z 


437 


(M 


+ 


TT \ + 

H) 


5- 


13; 


A- 


10; 


B- 


01; 


MS 


m/z 


343 


(M 


+ 


H) + 


5- 


14; 


A- 


10; 


B- 


02; 


MS 


m/z 


347 


(M 


+ 


H) + 


5- 


15; 


A- 


10; 


B- 


03; 


MS 


m/z 


305 


(M 


+ 


H) + 


5- 


16; 


A- 


10; 


B- 


04; 


MS 


m/z 


363 


(M 




H) + 


5- 


17; 


A- 


10; 


B- 


05; 


MS 


m/z 


375 


(M 


+ 


H) + 


5- 


18; 


A- 


10; 


B- 


06; 


MS 


m/z 


415 


(M 


+ 


H) + 


5- 


19; 


A- 


10; 


B- 


07; 


MS 


m/z 


395 


(M 


+ 


H) + 


5- 


20; 


A- 


10; 


B- 


08; 


MS 


m/z 


401 


(M 


+ 


H) + 


5- 


21; 


A- 


10; 


B- 


09; 


MS 


m/z 


403 


(M 


+ 


H) + 


5- 


22; 


A- 


10; 


B- 


10; 


MS 


m/z 


425 


(M 


+ 


H) + 


5- 


23; 


A- 


10; 


B- 


11; 


MS 


m/z 


429 


(M 


+ 


H) + 


5- 


24; 


A- 


10; 


B- 


12; 


MS 


m/z 


437 


(M 


+ 


H) + 


5- 


25; 


A- 


11; 


B- 


01; 


MS 


m/z 


343 


(M 


+ 


H) + 


5- 


26; 


A- 


11; 


B- 


02; 


MS 


m/z 


347 


(M 


+ 


H) + 
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o 


97 • 
Z ' r 


A 


i i • 

X X / 


O _ 

D 


n 9 • 

U 3 / 


lYlO 


in/ z 






_1_ 
1 


U \ + 
"J 


3 


9 Q • 
Z 0 / 




1 1 • 


Q _ 

n 


(\A . 
U 4 / 


MC 


m/ z 


^ £ ^ 


\ M 


1 

T 


H\ + 
H) 


3 


9 Q • 

Z , 


A 


1 1 • 
XX/ 


o _ 

o 


U 3 / 


lYlo 


m/ z 


3/3 


/ M 


_L 

*r 


u \ + 

h; 


c _ 




A 


1 1 - 
XX/ 




u o / 


MC 


in/ z 


4X3 


1 M 


_!_ 

X 




0 


^1 • 


A 


1 1 • 

xx; 


o 
ir> 


U / , 


MC 


m/ z 


one 
3^3 


/ M 

( M 


1 

+ 




c 


"3 9 - 

3Z ; 




xx; 




U o , 


M C 


m/ z 


a n 1 
4 U X 


/ M 

( M 


1 


H) 


c; 
D 


33 ; 


7\ 

A~ 


i i ; 




u y ; 


MC 


m/ z 


4 U3 


/ M 

( M 




u\ + 
H) 


3 


"3/1 • 
3 4, 


A 


1 1 • 
XX/ 


d 


i n • 

X U / 


MC 


m/ z 


/IOC 

4 Z 3 


[ M 


1 


u\ + 
H) 


c; 

3 - 


33 ; 


A- 


11- 

ii; 




ii. 
ii; 


M C 

Mb 


m/ z 


/ion 

4 z y 


/ M 

(M 


+ 


H) 


3 ~ 


3b; 


A~ 


1 1 • 
ii; 




1 o • 

l z ; 


Mb 


m/ z 


43 / 


( M 


-f 


H) 


D 


3 / ; 


A~ 


l z ; 


■Q 

o 


n i - 
U 1 ; 


M C 

Mb 


m/ z 


0 /i 0 
343 


( M 


+ 


m + 


tr 

D 


9 Q - 

3o ; 


A- 


1 9 • 

l z ; 




n 9 - 
Uz ; 


MC 

Mb 


m/ z 


O A H 
34 / 


( M 


1 

+ 


u\ + 

H) 


D~ 


3 y ; 


A- 


1 o • 

iz ; 




L)3 ; 


MC 

Mb 


m/ z 


one 
3U3 


1 M 

(M 




H) 


c 
3 


4 u ; 


A 


1 9 . 

x z ; 


"D 


U 4 ; 


MC 

Mb 


m/ z 


Q ^ "3 
3 OO 


(M 


+ 


n\ + 

H) 


3 _ 


41; 


A~ 


1 9 • 

Xz ; 


o- 


AC . 

uo ; 


MC 

Mb 


m/ z 


00c 
3/3 


(M 


+ 


H) 


3 ~ 


A 9 - 

4 z ; 


A- 


19- 
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5- 


98; 


A- 


17; 


B- 


02; 


MS 
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5- 
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B- 
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MS 
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(M 


+ 


H) + 


5- 


100 
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r 

D- 
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A- 


17 ; 


B- 
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MS 
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(M 


+ 
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5- 
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17 ; 


B- 
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+ 
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MS 
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B- 
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MS 
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457 


(M 


+ 


H 


5- 
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A- 
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B- 


12; 


MS 


m/z 


465 
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+ 
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5- 
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A- 
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B- 
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MS 
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5- 
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A- 
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MS 
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407 
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+ 


h; 


5- 
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A- 
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B- 
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MS 


m/z 


419 
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h; 


5- 
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A- 
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m/z 
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+ 
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m/z 


439 
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h; 
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h; 


5- 
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B- 
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MS 


m/z 
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+ 


h; 


5- 
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A- 
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B- 
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MS 


m/ z 
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h; 


5- 
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A- 
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B- 
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(M 


+ 


h; 


5- 
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A- 
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5-177 
5-178 
5-179 
5-180 
5-181 
5-182 
5-183 
5-184 
5-185 
5-186 
5-187 
5-188 
5-189 
5-190 
5-191 
5-192 



A-23 
A-23 
A-23 
A-23 
A-24 
A-24 
A-24 
A-24 
A-24 
A-24 
A-24 
A-24 
A-24 
A-24 
A-24 
A-24 



B-09 
B-10 
B-ll 
B-12 
B-01 
B-02 
B-03 
B-04 
B-05 
B-06 
B-07 
B-08 
B-09 
B-10 
B-ll 
B-12 



MS m/z 461 
MS m/z 483 
MS m/z 487 
MS m/z 495 
MS m/z 405 
MS m/z 409 
MS m/z 367 
MS m/z 425 
MS m/z 437 
MS m/z 477 
MS m/z 457 
MS m/z 463 
MS m/z 465 
MS m/z 487 
MS m/z 491 
MS m/z 499 



(f) The examples of compounds 



(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 

(M + H) + 
described in 



O N 




N N 



which are included in Compound (I) , are listed below in 
order of compound number, -NR 3 R 4 , -NR 6 R 7 and spectrum data 
thereof . 

6-1; A-09; C-25; MS m/z 437 (M + H) + 
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6-2; A-09; 

6-3; A-09; 

6-4; A-09; 

6-5; A-09; 

6-6; A-09; 

6-7; A-09; 

6-8; A-09; 

6-9; A-09; 



6-10 
6-11 
6-12 
6-13 
6-14 
6-15 
6-16 
6-17 
6-18 
6-19 
6-20 
6-21 
6-22 
6-23 
6-24 
6-25 
6-26 



A-09 
A-09 
A-09 
A-10 
A-10 
A-10 
A-10 
A-10 
A-10 
A-10 
A-10 
A-10 
A-10 
A-10 
A-10 
A-ll 
A-ll 



C-26 

C-27; MS m/z 457 (M + H) + 
C-28; MS m/z 560 (M + H) + 
C-29; MS m/z 463 (M + H) + 
C-30; MS m/z 479 (M + H) + 
C-31; MS m/z 479 (M + H) + 
C-32; MS m/z 505 (M + H) + 
C-33; MS m/z 517 (M + H) + 
C-34; MS m/z 525 (M + H) + 
C-35; MS m/z 534 (M + H) + 
C-36; MS m/z 529 (M + H) + 
C-25; MS m/z 437 (M + H) + 
C-26 

C-27; MS m/z 457 (M + H) + 
C-28; MS m/z 560 (M + H) + 
C-29; MS m/z 463 (M + H) + 
C-30; MS m/z 479 (M + H) + 
C-31; MS m/z 479 (M + H) + 
C-32; MS m/z 505 (M + H) + 
C-33; MS m/z 517 (M + H) + 
C-34 

C-35; MS m/z 534 (M + H) + 
C-36; MS m/z 529 (M + H) + 
C-25; MS m/z 437 (M + H) + 
C-26 
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6- 


■21 ; 


A- 


11; 


C- 


-27; 


MS 


m/z 


457 


(M 


+ 


H) 


6- 


•28 ; 


A- 


11; 


c- 


•28; 


MS 


m/z 


560 


(M 


+ 


H) 


6- 


■2 9; 


A- 


•11; 


c- 


■29; 


MS 


m/z 


463 


(M 


+ 


H) 


6- 


-30; 


A- 


11; 


c- 


•30; 


MS 


m/z 


479 


(M 


+ 


H) 


6- 


■31; 


A- 


11; 


c- 


■31; 


MS 


m/z 


479 


(M 


+ 


H) 


6- 


-32; 


A- 


11; 


c- 


-32; 


MS 


m/z 


505 


(M 


+ 


H) 


6- 


•33; 


A- 


11; 


c- 


-33; 


MS 


m/z 


517 


(M 


+ 


H) 


6- 


•34; 


A- 


11; 


c- 


-34; 


MS 


m/z 


525 


(M 




H) 


6- 


•35; 


A- 


11; 


c- 


•35; 


MS 


m/z 


534 


(M 


+ 


H) 


6- 


36; 


A- 


11; 


c- 


•36; 


MS 


m/z 


529 


(M 


+ 


H) 


6- 


37; 


A- 


12; 


c- 


■25; 


MS 


m/z 


437 


(M 


+ 


H) 


6- 


38; 


A- 


12; 


c- 


•26 














6- 


39; 


A- 


12; 


c- 


•27; 


MS 


m/z 


457 


(M 


+ 


H) 


6- 


40; 


A- 


12; 


c- 


28; 


MS 


m/z 


560 


(M 


+ 


H) 


6- 


41; 


A- 


12; 


c- 


29; 


MS 


m/z 


463 


(M 


+ 


H) 


6- 


42; 


A- 


12; 


c- 


30; 


MS 


m/z 


479 


(M 


+ 


H) 


6- 


43; 


A- 


12; 


c- 


31; 


MS 


m/z 


479 


(M 


+ 


H) 


6- 


44; 


A- 


12; 


c- 


32; 


MS 


m/z 


505 


(M 


+ 


H) 


6- 


45; 


A- 


12; 


c- 


33; 


MS 


m/z 


517 


(M 


+ 


H) 


6- 


46; 


A- 


12; 


c- 


34 














6- 


47; 


A- 


12; 


c~ 


35; 


MS 


m/ z 


534 


(M 


+ 


H) 


6- 


48; 


A~ 


12; 


c- 


36; 


MS 


m/z 


529 


(M 


+ 


H) 


6- 


49; 


A- 


13; 


c- 


25; 


MS 


m/z 


445 


(M 


+ 


H) 


6- 


SC- 


A- 


13; 


c- 


26 














6- 


SI; 


A- 


13; 


c- 


27; 


MS 


m/z 


465 


(M 


+ 


H) 



6- 


52; 


A- 


13; 


6- 


•53; 


A- 


13; 


6- 


54; 


A- 


13; 


6- 


55; 


A- 


13; 


6- 


56; 


A- 


13; 


6- 


57; 


A- 


13; 


6- 


58; 


A- 


13; 


6- 


59; 


A- 


13; 


6- 


60; 


A- 


13; 


6- 


61; 


A- 


14; 


6- 


62; 


A- 


14; 


6- 


63; 


A- 


14; 


6- 


64; 


A- 


14; 


6- 


65; 


A- 


14; 


6- 


66; 


A- 


14; 


6- 


67; 


A- 


14; 


6- 


68; 


A- 


14; 


6- 


69; 


A- 


14; 


6- 


70; 


A- 


14; 


6- 


71; 


A~ 


14; 


6- 


72; 


A- 


14; 


6- 


73; 


A- 


15; 


6- 


74; 


A- 


15; 


6- 


75; 


A- 


15; 


6- 


76; 


A~ 


15; 



C- 


•28; 


MS 


m/z 


c- 


■29; 


MS 


m/z 


c- 


•30; 


MS 


m/z 


c- 


•31; 


MS 


m/z 


c- 


•32; 


MS 


m/z 


c- 


•33; 


MS 


m/ z 


c- 


•34; 


MS 


m/z 


c- 


•35; 


MS 


m/z 


c- 


•36; 


MS 


m/z 


c- 


•25; 


MS 


m/z 


c- 


26 






c- 


27; 


MS 


m/z 


c- 


28; 


MS 


m/z 


c- 


29; 


MS 


m/z 


c- 


30; 


MS 


m/z 


c- 


31; 


MS 


m/z 


c- 


32; 


MS 


m/ z 


c- 


33; 


MS 


m/z 


c- 


34 






c- 


35; 


MS 


m/z 


c- 


36; 


MS 


m/z 


c- 


25; 


MS 


m/z 


c- 


26 






c- 


27; 


MS 


m/z 


c- 


28; 


MS 


m/z 





13S 


- 




568 


(M 


+ 


H) + 


471 


(M 


+ 


H) + 


487 


(M 


+ 


H) + 


487 


(M 


+ 


H) + 


513 


(M 


+ 


H) + 


525 


(M 


+ 


H) + 


coo 


I M 
[M 


+ 


H) 


542 


(M 


+ 


H) + 


537 


(M 


+ 


H) + 


445 


(M 


+ 


H) + 


465 


(M 


+ 


H) + 


568 


(M 


+ 


H) + 


471 


(M 


+ 


H) + 


A O 1 


(M 


+ 


H) 


487 


(M 


+ 


H) + 


513 


(M 


+ 


H) + 


525 


(M 


+ 


H) + 


542 


(M 


+ 


H) + 


537 


(M 


+ 


H) + 


453 


(M 


+ 


H) + 


473 


(M 


+ 


H) + 


576 


(M 


+ 


H) + 
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6- 


77 ; 


A- 


15; 


C- 


•29; 


MS 


m/z 


479 


(M 


+ 


H) 


6- 


7 8 ; 


A- 


15; 


c- 


•30 ; 


MS 


m/z 


495 


(M 


+ 


TT \ + 

H) 


6- 


79; 


A- 


15; 


c- 


•31; 


MS 


m/z 


495 


(M 


+ 


IT \ + 

H) 


6- 


SC- 


A- 


15; 


c- 


•32; 


MS 


m/z 


521 


(M 


+ 


TT \ + 

H) 


6- 


SI; 


A- 


15; 


c- 


•33; 


MS 


m/z 


533 


(M 


+ 


TT \ + 

H) 


6- 


82; 


A- 


15; 


c- 


•34 














6- 


83; 


A- 


15; 


c- 


35; 


MS 


m/z 


550 


(M 


+ 


H) 


6- 


84 ; 


A- 


15; 


c- 


36; 


MS 


m/z 


545 


(M 


+ 


H) 


6- 


85; 


A- 


16; 


c- 


25; 


MS 


m/z 


459 


(M 


+ 


TT \ + 

H) 


6- 


86; 


A- 


16; 


c- 


26 














6- 


87 ; 


A- 


16; 


c- 


27; 


MS 


m/z 


479 


(M 


+ 


TT \ + 

H) 


6- 


88; 


A- 


16; 


c- 


28; 


MS 


m/z 


582 


(M 


+ 


TT \ + 

H) 


6- 


89; 


A- 


16; 


c- 


29; 


MS 


m/z 


485 


(M 


+ 


TT V + 

H) + 


0 






1 D / 






l v lo 


m/ z 


C A1 

0U1 


\ LX1 


i 

T 




6- 


91; 


A- 


16; 


c- 


31; 


MS 


m/z 


501 


(M 




H) + 


6- 


92; 


A- 


16; 


c- 


32; 


MS 


m/z 


527 


(M 




H) + 


6- 


93; 


A- 


16; 


c- 


33; 


MS 


m/ z 


539 


(M 


+ 


H) + 


6- 


94; 


A- 


16; 


c- 


34 














6- 


95; 


A- 


16; 


c- 


35; 


MS 


m/z 


556 


(M 


+ 


H) + 


6- 


96; 


A- 


16; 


c- 


36; 


MS 


m/z 


551 


(M 




H) + 



(g) The examples of compounds described in : 
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which are included in Compound (I), are listed below in 

order of compound number, -NR 3 R 4 , -NR 6 R 7 and spectrum data 
thereof. 

7-1; A-01; C-01; MS m/z 354 (M + H) + 

7-2; A-01; C-02; MS m/z 366 (M + H) + 

7-3; A-01; C-03; MS m/z 378 (M + H) + 

7-4; A-01; C-04; MS m/z 382 (M + H) + 

7-5; A-01; C-05; MS m/z 384 (M + H) + 

7-6; A-01; C-06; MS m/z 392 (M + H) + 

7-7; A-01; C-07; MS m/z 394 (M + H) + 

7-8; A-01; C-08; MS m/z 410 (M + H) + 

7-9; A-01; C-09; MS m/z 416 (M + H) + 



7 


-10; 


A- 


■01; 


C- 


■10; 


MS 


m/z 


422 


(M 


+ 


H) + 


7 


-11; 


A- 


•01; 


C- 


■11; 


MS 


m/ z 


430 


(M 


+ 


H) + 


7 


-12; 


A- 


•01; 


C- 


12; 


MS 


m/z 


436 


(M 


+ 


H) + 


7 


-13; 


A- 


01; 


C- 


13; 


MS 


m/z 


446 


(M 


+ 


H) + 


7 


-14; 


A- 


■01; 


C- 


14; 


MS 


m/z 


452 


(M 


+ 


H) + 


7 


-15; 


A- 


01; 


C- 


16; 


MS 


m/z 


462 


(M 


+ 


H) + 


7 


-16; 


A- 


01; 


C- 


17; 


MS 


m/z 


470 


(M 


+ 


H) + 


7 


-17; 


A- 


01; 


C- 


18; 


MS 


m/z 


434 


(M 


+ 


H) + 


7 


-18; 


A- 


01; 


C- 


19; 


MS 


m/z 


382 


(M 


+ 


H) + 


7 


-19; 


A- 


01; 


C- 


20; 


MS 


m/ z 


475 


(M 


+ 


H) + 


7 


-20; 


A- 


01; 


C- 


21; 


MS 


m/z 


397 


(M 


+ 


H) + 


7 


-21; 


A- 


01; 


C- 


22; 


MS 


m/z 


423 


(M 


+ 


H) + 


7 


-22; 


A- 


01; 


C- 


23; 


MS 


m/z 


437 


(M 


+ 


H) + 
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1 


-23; 


A- 


01; 


c- 


24 ; 


MS 


m/ z 


* r ft 

458 


(M 




H) 


1 


-24 ; 


A- 


01; 


c- 


25; 


MS 


m/z 


383 


(M 


+ 


H) 


7 


-25; 


A- 


01; 


c- 


26; 


MS 


m/z 


395 


(M 


+ 


H) 


7 


-2 6; 


A- 


01; 


c- 


27 ; 


MS 


m/ z 


403 


(M 


+ 


H) 


7 


-27 ; 


A- 


01; 


c- 


28 ; 


MS 


m/z 


506 


(M 


+ 


H) 


7 


-28 ; 


A- 


01; 


c- 


29; 


MS 


m/ z 


409 


(M 


+ 


H) 


7 


-2 9; 


A- 


01; 


c- 


30; 


MS 


m/z 


425 


(M 


+ 


H) 


7 


-30; 


A- 


01; 


c- 


31; 


MS 


m/z 


425 


(M 


+ 


H) 


7 


-31; 


A- 


01; 


c- 


32; 


MS 


m/z 


451 


(M 


+ 


H) 


7 


-32 ; 


A- 


01; 


c- 


33; 


MS 


m/z 


463 


(M 


+ 


H) 


7 


-33; 


A- 


01; 


c- 


34 ; 


MS 


m/ z 


471 


(M 


+ 


H) 


7 


-34; 


A- 


01; 


c- 


35; 


MS 


m/ z 


480 


(M 


+ 


H) 


7 


-35; 


A- 


01; 


c- 


36; 


MS 


m/z 


475 


(M 


+ 


H) 


7 


-36; 


A- 


01; 


c- 


48; 


MS 


m/z 


456 


(M 


+ 


H) 


7 


-37; 


A- 


02; 


c- 


01; 


MS 


m/z 


366 


(M 


+ 


H) 


7 


-38; 


A- 


02; 


c~ 


02; 


MS 


m/z 


378 


(M 


+ 


H) 


7 


-39; 


A- 


02; 


c- 


03; 


MS 


m/z 


390 


(M 


+ 


H) 


7 


-40; 


A- 


02; 


c- 


04; 


MS 


m/z 


394 


(M 


+ 


H) 


7 


-41; 


A- 


02; 


c- 


05; 


MS 


m/z 


396 


(M 


+ 


H) 


7 


-42; 


A- 


02; 


c- 


06; 


MS 


m/z 


404 


(M 


+ 


H) 


7 


-43; 


A- 


02; 


c- 


07; 


MS 


m/z 


406 


(M 


+ 


H) 


7 


-44; 


A- 


02; 


c- 


08; 


MS 


m/z 


422 


(M 


+ 


H) 


7 


-45; 


A- 


02; 


c- 


09; 


MS 


m/z 


428 


(M 


+ 


H) 


7 


-46; 


A- 


02; 


c- 


10; 


MS 


m/z 


434 


(M 


+ 


H) 


7 


-47; 


A- 


02; 


c- 


11; 


MS 


m/z 


442 


(M 


+ 


H) 
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7 


-48; 


A- 


02; 


C- 


12; 


MS 


m/z 


448 


(M 




H) 


7 


-49; 


A- 


02; 


C- 


13; 


MS 


m/z 


458 


(M 


+ 


H) 


7 


-50; 


A- 


02; 


C- 


14; 


MS 


m/z 


464 


(M 


+ 


H) 


7 


-51; 


A- 


02; 


c- 


16; 


MS 


m/z 


474 


(M 


+ 


H) 


7 


-52; 


A- 


02; 


c- 


17; 


MS 


m/z 


482 


(M 


+ 


H) 


7 


-53; 


A- 


02; 


c- 


18; 


MS 


m/z 


446 


(M 


+ 


H) 


7 


-54; 


A- 


02; 


c- 


19; 


MS 


m/z 


394 


(M 


+ 


H) 


7 


-55; 


A- 


02; 


c- 


20; 


MS 


m/z 


487 


(M 


+ 


H) 


7 


-56; 


A- 


02; 


c- 


21; 


MS 


m/z 


409 


(M 




H) 


7 


-57; 


A- 


02; 


c- 


22; 


MS 


m/z 


435 


(M 


+ 


H) 


7 


-58; 


A- 


02; 


c- 


23; 


MS 


m/z 


449 


(M 


+ 


H) 


7 


-59; 


A- 


02; 


c- 


24; 


MS 


m/z 


470 


(M 


+ 


H) 


7 


-60; 


A- 


02; 


c- 


25; 


MS 


m/z 


395 


(M 


+ 


H) 


7 


-61; 


A- 


02; 


c- 


26; 


MS 


m/z 


407 


(M 


+ 


H) 


7 


-62; 


A- 


02; 


c- 


27; 


MS 


m/z 


415 


(M 


+ 


H) 


7 


-63; 


A- 


02; 


c- 


28; 


MS 


m/z 


518 


(M 


+ 


H) 


7 


-64; 


A- 


02; 


c- 


2 9; 


MS 


m/z 


421 


(M 


+ 


H) 


7 


-65; 


A- 


02; 


c- 


30; 


MS 


m/z 


437 


(M 


+ 


H) 


7 


-66; 


A- 


02; 


c- 


31; 


MS 


m/z 


437 


(M 




H) 


7 


-67; 


A- 


02; 


c- 


32; 


MS 


m/z 


463 


(M 


+ 


H) 


7 


-68; 


A- 


02; 


c- 


33; 


MS 


m/z 


475 


(M 


+ 


H) 


7 


-69; 


A- 


02; 


c- 


34; 


MS 


m/z 


483 


(M 


+ 


H) 


7 


-70; 


A- 


02; 


c- 


35; 


MS 


m/z 


492 


(M 


+ 


H) 


7 


-71; 


A- 


02; 


c- 


36; 


MS 


m/z 


487 


(M 


+ 


H) 


7 


-72; 


A- 


02; 


c- 


48; 


MS 


m/z 


468 


(M 


+ 


H) 
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7 


-73; 


A- 


•03; 


C- 


01; 


MS 


m/z 


366 


(M 


+ 


H] 


7 


-74; 


A- 


•03; 


c- 


02 ; 


MS 


m/z 


378 


(M 


+ 


h; 


7 


-75; 


A- 


•03; 


c- 


03; 


MS 


m/z 


390 


(M 


+ 


h; 


7 


-7 6; 


A- 


•03; 


c- 


04; 


MS 


m/z 


394 


(M 


+ 


h; 


7 


-77; 


A- 


03; 


c- 


05; 


MS 


m/z 


396 


(M 


+ 


h; 


7 


-78; 


A- 


03; 


c- 


•06; 


MS 


m/z 


404 


(M 


+ 


H] 


7 


-79; 


A- 


03; 


c- 


07; 


MS 


m/z 


406 


(M 


+ 


H] 


7 


-80; 


A- 


03; 


c- 


08; 


MS 


m/z 


422 


(M 


+ 


H] 


7 


-81; 


A- 


03; 


c- 


09; 


MS 


m/z 


428 


(M 


+ 


H) 


7 


-82; 


A- 


03; 


c- 


10; 


MS 


m/ z 


434 


(M 


+ 


h; 


7 


-83; 


A- 


03; 


c- 


11; 


MS 


m/ z 


442 


(M 


+ 


h; 


7 


-84; 


A- 


03; 


c- 


12; 


MS 


m/ z 


448 


(M 


+ 


H) 


7 


-85; 


A- 


03; 


c- 


13; 


MS 


m/z 


458 


(M 


+ 


H) 


7 


-86; 


A- 


03; 


c- 


14; 


MS 


m/z 


464 


(M 


+ 


H) 


7 


-87; 


A- 


03; 


c- 


16; 


MS 


m/z 


474 


(M 


+ 


H) 


7 


-88; 


A- 


03; 


c- 


17; 


MS 


m/z 


482 


(M 


+ 


H) 


7 


-89; 


A- 


03; 


c- 


18; 


MS 


m/z 


446 


(M 




H) 


7 


-90; 


A- 


03; 


c- 


19; 


MS 


m/z 


394 


(M 


+ 


H) 


7 


-91; 


A- 


03; 


c- 


20; 


MS 


m/z 


487 


(M 


+ 


H) 


7 


-92; 


A- 


03; 


c- 


21; 


MS 


m/z 


409 


(M 


+ 


H) 


7 


-93; 


A- 


03; 


c- 


22; 


MS 


m/z 


435 


(M 


+ 


H) 


7 


-94; 


A- 


03; 


c- 


23; 


MS 


m/z 


449 


(M 


+ 


H) 


7 


-95; 


A- 


03; 


c- 


24; 


MS 


m/z 


470 


(M 


+ 


H) 


7 


-96; 


A- 


03; 


c- 


25; 


MS 


m/z 


395 


(M 


+ 


H) 


7 


-97; 


A- 


03; 


c- 


26; 


MS 


m/ z 


407 


(M 


+ 


H) 
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7- 


98; 


A-03; 


C-27; 


7- 


99; 


A-03; 


C-28; 


7- 


100, 


A-03, 


C-29 


7- 


101, 


A-03, 


C-30 


7- 


102, 


A-03, 


C-31 


7- 


103, 
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A- 


c a • 

-69; 


c- 


a a . 

-29; 


1 


1 C C A • 

- 1 5 5 U ; 


A- 


-69; 


0 


A A 

-30 ; 


/ 


-1551; 


A- 


-69; 


c- 


-31; 


7 


-1552 ; 


A- 


-69; 


c- 


-32; 


/ 


- 1 5 5 3 ; 


A- 


r a ~ 

-69; 


c- 


-33; 


/ 


i r r /I , 

-1554; 


A- 


-69; 


c- 


-34; 


7 


1 C IT IT 

-1555; 


A- 


-69; 


c- 


-35; 


/ 


ICC/'. 

-1556; 


A- 


-69; 


c- 


-36; 


7- 


-1557; 


A- 


-7 0; 


c- 


-01; 


1 ■ 


-1558; 


A- 


-7 0; 


c- 


-02; 


I ■ 


i c c r\ 

-155 9; 


A- 


-7 0; 


c- 


-03; 


I • 


i c r a . 

-1560; 


A- 


-7 0 ; 


c- 


-04 ; 


7 - 


-15 61; 


A- 


-7 0; 


c- 


-05; 


1 - 


-15 62; 


A- 


-7 0; 


c- 


•0 6; 


7- 


-1563 ; 


A- 


•7 0; 


c- 


•07; 


/- 


-15 64; 


A- 


•7 0; 


c- 


•08 ; 


/" 


-1565; 


A- 


•7 0; 


c- 


09 ; 


/ " 


- 1 5 o o ; 


A- 


•7 0; 


c- 


10; 


7- 


-1567; 


A- 


70; 


c- 


11; 


7- 


-1568; 


A- 


70; 


c- 


12; 


7- 


-1569; 


A- 


70; 


c- 


13; 


7- 


•1570; 


A- 


70; 


c- 


14; 


7- 


■1571; 


A- 


70; 


c- 


15; 


7- 


•1572; 


A- 


70; 


c- 


16; 
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l v Jo 


m/ z 


0 y 0 


/ M 

( M 


1 

T 


H) 


IXlo 


in/ z 


R A 1 

jUI 


(M 


+ 


H) 


Mo 


m/ z 


31 / 


/ M 

(M 


+ 


TJ \ + 

H) 


Mb 


in/ z 


51 / 


(M 




H) 


MO 


m/ z 


54 J 


(M 




H) 


MO 

Mb 


m/ z 


c: 

ODD 


(M 




H) 


M O 

Mb 


m/ z 


5 60 


(M 


+ 


H) 


MO 

Mb 


m/ z 


5 /2 


(M 


+ 


H) 


M O 

Mb 


m/ z 


5 6/ 


/ aa 

(M 


+ 


TJ V + 

H) 


M O 

Mb 


m/ z 


0 -7 0 
0/0 


(M 


+ 


H) 


M O 

Mb 


m/ z 


O A A 

jy u 


(M 




H) 


Mb 


m/ z 


/I A A 

4 02 


(M 




H) 


M O 

Mb 


m/ z 


/l A a 

4 U 6 


(M 


+ 


H) 


M O 

Mb 


m/ z 


A A O 

408 


(M 




H) 


M O 

Mb 


m/ z 


416 


(M 




H) 


M O 

Mb 


m/ z 


418 


(M 


+ 


H) 


M O 

Mb 


m/ z 


434 


(M 


+ 


H) 


MO 

Mb 


m/ z 


A A A 

44U 


(M 




H) 


MO 

Mb 


m/ z 


/I /I £ 

4 4 6 


(M 


+ 


H) 


MS 


m/z 


454 


(M 


+ 


H) + 


MS 


m/z 


460 


(M 


+ 


H) + 


MS 


m/z 


470 


(M 


+ 


H) + 


MS 


m/z 


476 


(M 


+ 


H) + 


MS 


m/z 


494 


(M 


+ 


H) + 


MS 


m/z 


486 


(M 


+ 


H) + 



- 204 - 



7 - 
/ 


"ID 13, 


7\ 

A~ 


■Ik), 


C 


LI} 


/ ~ 


•Id / 4 ; 


7\ 

A- 


- / U ; 


L - 


1 o . 

• 1 o ; 


/ ~ 


■Id / d ; 


A- 


n n . 




1 Q . 

• l y ; 


1 ~ 


1 ETC , 

Id / d ; 


A- 


n n . 
- / U ; 


c- 


on. 

•z U ; 


/ - 


i c "7 t . 

•Id / / ; 


A- 


1 n . 


c- 


O 1 . 

z 1 ; 


I ~ 


i c n o . 

-Id / o ; 


A- 


n n . 

- / U ; 


c- 


o o . 

zz ; 


1 ~ 


1 d / y ; 


A- 


• / U ; 


c- 


O O . 

ZD ; 


/ ~ 


icon. 

1 d o U ; 


A- 


• / 0 ; 


/">» 

c- 


O A . 

24; 


/ " 


1 d o 1 ; 


A- 


i n . 

- / U ; 


c- 


O C . 

ZD ; 


/ - 


1 d o z ; 


A- 


*7 n . 


c- 


o £ . 

z 6 ; 


"7 


i c o o • 
loo j; 


A- 


i n . 

• / U ; 


c- 


z / ; 


/ - 


loo4; 


A- 


-7 n . 

/ (J ; 


c- 


O O . 

zo ; 


/ - 


1 c o c_ 

Iboo; 


TV 

A- 


n n . 


c- 


on. 

z y ; 


/ ~ 


1 C O £ . 

1 j o 6 ; 


A- 


n n . 

/ U ; 


c- 


on. 

du ; 


/ ~ 


1 COT , 

1 d o / ; 


A- 


t n • 


c- 


O 1 . 

Jl ; 


/ - 


1 c o o . 

1 j o o ; 


A- 


/ U ; 


c- 


o o . 

dz ; 


1 ~ 


icon, 

1 d o y ; 


A- 


/ U ; 


c- 


o o . 

d J; 


—i 

1 - 


icon. 

1 d y U ; 


A- 


n n . 


c- 


O /I . 

d4 ; 


n 

1 ~ 


I d y i ; 


A- 


t n . 


c- 


dd ; 


7- 


1592; 


A- 


70; 


c- 


36; 


7- 


1593; 


A- 


71; 


c- 


01; 


7- 


1594; 


A- 


71; 


c- 


02; 


7- 


1595; 


A- 


71; 


c- 


03; 


7- 


1596; 


A- 


71; 


c- 


04; 


7- 


1597; 


A- 


71; 


c- 


05; 



lYlo 


m/ z 


4Q/I 

4^4 


[\y\ 


_t_ 
i 


u ^ 




m/ z 


4 U D 


i M 

\ M 


i 


u \ 

n ; 




m/ z 


/l c Q 
4 D O 


/ M 

\ M 


i 

-r 


TT \ 

n ) 


MC 


m/ z 


4 y y 




+ 


u \ 
n ; 


M C 


m/ z 


/I O 1 

4 Z 1 


(M 






MC 

Mb 


m/ z 


4 4/ 


(M 


+ 


TT \ 

H ) 


Mb 


m/ z 


/I C 1 

4 bl 


(M 


+ 


ri) 


MC 

Mb 


m/ z 


4 o Z 


/ AA 

(M 


+ 


H ) 


Mb 


m/ z 


4 (J / 


/ ftA 

(M 




H ) 


Mb 


m/ z 


/ 1 Q 

4 1 y 


/ AA 

(M 




n \ 

ri ) 


Mb 


m/ z 


/l O 1 

4Z / 


/ AA 
(M 


+ 


H ) 


MC 

Mb 


m/ z 


con 


(M 


i 

+ 




M C 

Mb 


m/ z 


A O O 

4 J j 


/ KA 
(M 


+ 


H ) 


Mb 


m/ z 


4 4 y 


/ AA 

(M 


+ 


TJ \ 

H ) 


Mb 


m/ z 


4 4 y 


/ AA 

(M 


+ 


TJ \ 

H) 


M C 

Mb 


m/ z 


4 / D 


/ AA 
(M 


+ 


TT \ 
" / 


MC 

Mb 


m/ z 


4 o / 


/ 1\A 

(M 


+ 


TJ \ 

H) 


^A c 
Mb 


m/ z 


4 y D 


/ AA 
(M 


+ 


TT \ 


M C 

Mb 


m/ z 


C A/l 

DU 4 


/ M 

(M 


i 

T 


TT \ 
" ) 


MS 


m/z 


499 


(M 


+ 


H) 


MS 


m/z 


452 


(M 


+ 


H) 


MS 


m/z 


464 


(M 


+ 


H) 


MS 


m/z 


476 


(M 




H) 


MS 


m/z 


480 


(M 


+ 


H) 


MS 


m/z 


482 


(M 




H) 
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7 


-1598 • 


A- 


-71 • 

/ X / 




•06 • 


L J O 


rr\ / v 

ill/ £-> 


4 90 


\ 1 " 




u ) + 


7 


X -u ZJ Z> f 


A- 


-71 • 

/ X / 


P_ 


-07 • 


no 


TTI / *7 
ILL / Z. 


4 Q9 

T -7 Z 


( M 

^ L v i 


+ 


n ; 


7 


-1 600 ■ 


A _ 


•71 • 

' ± r 


p_ 


■08 • 

U O / 


MQ 


m / *7 
111/ Z. 


JUO 


/ M 


i 




7 


-1 601 • 


A — 

/A. 


•71 • 


p_ 


•0Q • 


L w iO 


m / t 
111/ z 


SI 4 


I M 


x. 




7 


-1 60? * 


A _ 
r\ 


•7 1 • 

/ X / 


p_ 


•10- 

± U / 


I V JD 


ill/ Z 


R9 0 


^ M 


x 




1 

1 


-160^- 

-L O U O / 


A _ 
r\ 


-71" 
/ ± z 


p_ 


• 1 1 • 

XX/ 


1X1 O 


III/ z 


R9 P 


^M 


X 


LJ \ + 

xi ; 


7 


-1 604 • 


A _ 

rl 


■71- 
/ ± z 




1 9 ■ 

X z f 


MQ 


III/ Z 


S^4 


f M 


X 

t 


u \ + 
n ; 


7 


-1 60S • 




/ ± / 


p_ 


1 ^ • 




m/ z 


S4 4 


/ M 


X 
1 


xl j 


7 


-1 606 • 


A - 


• 71* 


p_ 


1 4 • 

XT/ 


LYio 


rn./ z 


R R 0 


/ M 
\ 1X1 


_L 


O \ + 
ft) 


7 


-1 607 • 


A _ 
r\ 


• 71 • 
/ ± z 


p_ 


1 R • 

± D / 


L v lo 


m/ z 


S 6P 
3 0 0 


/ M 
\ iXl 


_L 

r 


n; 


7 


-1 60P • 

1DUO / 


a - 


7 1 • 

/ X / 


p_ 


1 6 ■ 

X U / 


MQ 
L v 10 


III/ Z 


S 60 


{ M 


X 


u \ + 
n ; 


7 


-1 60Q • 


A _ 


' ± / 


p_ 


1 7 • 
± / z 


L V JD 


m/ z 


S 6P 

3 O 0 


\ IXl 


x 




7 

/ 


-1 61 0 • 

± O X U f 


A _ 


71 • 
f ± / 


p_ 


1 P • 


1X1 o 


m/ z 


4 P 0 

4 O U 


( M 
^ IXl 


_J_ 


ft) 


7 


-1611 • 

X O JL X / 


A- 


7 1 • 


p_ 


1 Q • 

X ¥ / 


MQ 
L v JO 


III/ Z 


S^ 9 

J sJ Z 


/ M 
\ 1X1 


X 


u \ + 
xl ; 


7 


-1619- 

JL O X £ / 


A _ 


7 1 - 


p_ 


9 0 • 

Z U / 




m/ z 


S7 7 


( M 

\ 1X1 


x 

1 


u \ + 

ft ) 


7 


-1 61 ^ • 

J_ O X O / 


A - 


7 1 • 


p_ 


9 1 • 
z x / 


1X1 D 


m./ z 


4 Q R 


^ M 
\ 1X1 


X 
I 




7 

/ 




A - 
r\ 


7 1 • 


p _ 


9 9 • 

z Z, / 


MQ 
LXlo 


m/ z 


R9 1 
O z ± 


^ M 
V 1X1 


X 




7 


-1 61 S • 

X O X *J / 


A _ 

ri. 


7 1 • 


p_ 


9 ? • 

Z O / 


MQ 


III/ Z 


J j J 


^M 
^ l v i 


X 
1 


LJ N + 

ft ) 


7 


-1 61 6 • 

X O X O / 


A _ 


7 1 • 


p_ 


94 • 
z 4 / 


MQ 


ill/ Z 


S S 6 


( M 
^ i v i 


X 
1 


ft ) 


7 


-1617; 


A- 


71; 


C- 


25; 


MS 


m/z 


481 


(M 


+ 


H) + 


7 


-1618; 


A- 


71; 


c- 


26; 


MS 


m/z 


493 


(M 


+ 


H) + 


7 


-1619; 


A- 


71; 


c- 


27; 


MS 


m/z 


501 


(M 


+ 


H) + 


7 


-1620; 


A- 


71; 


c- 


28; 


MS 


m/z 


604 


(M 


+ 


H) + 


7 


-1621; 


A- 


71; 


c- 


29; 


MS 


m/z 


507 


(M 


+ 


H) + 


7 


-1622; 


A- 


71; 


c- 


30; 


MS 


m/z 


523 


(M 




H) + 
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7-1623; A-71; C-31; MS m/z 523 (M + H) + 

7-1624; A-71; C-32; MS m/z 549 (M + H) + 

7-1625; A-71; C-33; MS m/z 561 (M + H) + 

7-1626; A-71; C-34; MS m/z 569 (M + H) + 

7-1627; A-71; C-35; MS m/z 578 (M + H) + 

7-1628; A-71; C-36; MS m/z 573 (M + H) + 

(h) The examples of compounds described in : 



which are included in Compound (I), are listed below in 
order of compound number, -NR 3 R 4 , -NR 6 R 7 and spectrum data 
thereof . 



8 


-1; 


A- 


■25; 


C- 


13; 


MS 


m/z 


495 


(M 


+ 


H) + 


8 


-2; 


A- 


-25; 


C- 


14; 


MS 


m/z 


501 


(M 


+ 


H) + 


8 


-3; 


A- 


■25; 


C- 


15; 


MS 


m/z 


519 


(M 


+ 


H) + 


8 


-4; 


A- 


■25; 


c- 


16; 


MS 


m/ z 


511 


(M 


+ 


H) + 


8 


-5; 


A- 


■25; 


c- 


17; 


MS 


m/ z 


519 


(M 


+ 


H) + 


8 


-6; 


A- 


-25; 


c- 


18; 


MS 


m/z 


431 


(M 


+ 


H) + 


8 


-7; 


A- 


•25; 


c- 


19; 


MS 


m/z 


483 


(M 


+ 


H) + 


8 


-8; 


A- 


•25; 


c- 


20; 


MS 


m/z 


524 


(M 


+ 


H) + 


8 


-9; 


A- 


•25; 


c- 


21; 


MS 


m/z 


446 


(M 


+ 


H) + 



8-10; A-25; C-22; MS m/z 472 (M + H) + 
8-11; A-25; C-23; MS m/z 486 (M + H) + 




p 
o 


-10- 


A 


■ZD/ 




. 9 A . 
•Z4 , 


Q 

o 




A- 


'21; 




•1 j ; 


Q 

o 


1 A . 

- l 4 ; 


A~ 


'2 1; 




1 A . 

■14 , 


Q 
0 


1 R • 

-lo ; 


A- 


•21; 


c- 


•lo; 


o 

0 


-lb; 


A- 


'2 1; 


c- 


•16; 


o 
0 


IT. 

- 1 / ; 


A- 


'2 1; 


c- 


l / ; 


o 
o 




A- 


■z / ; 


c- 


1 o . 

■18 ; 


o 
0 


-19 ; 


A- 


2 1; 


c- 


in. 
19; 


o 

0 


-z U ; 


A- 


O T • 

■z / ; 


c- 


o n 
Z (J 


o 
0 


-z 1 ; 


A- 


O T . 

'2 1; 


c- 


O 1 • 

21; 


o 
0 


-2.2.; 


A- 


"z / ; 


c- 


ZZ 


o 
0 


-z J ; 


A- 


•z / ; 


c- 


23 ; 


O 
0 


-z 4 ; 


A- 


•z / ; 


c- 


24 ; 


o 
0 


-2o ; 


A- 


z o ; 


c- 


1 o . 

13; 


o 

o 


-2b ; 


A- 


z o ; 


c- 


1 A . 

14 ; 


o 

0 


-2 1; 


A- 


z o ; 


c- 


i c . 
lo; 


O 

o 


-z o ; 


A- 


O Q . 

z 0 ; 


L- 


1 £T • 

16; 


Q 

0 


-2y ; 


A- 


z o ; 


c- 


IT. 

i / ; 


Q 

o 


on. 


A- 


Z o ; 


/"I 

c- 


1 o . 

lo; 


8 


-31; 


A- 


28; 


c- 


19; 


8 


-32; 


A- 


28; 


c- 


20; 


8 


-33; 


A- 


28; 


c- 


21; 


8 


-34; 


A- 


28; 


c- 


22 


8 


-35; 


A- 


28; 


c- 


23; 


8- 


-36; 


A- 


28; 


c- 


24; 
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MS 


m/z 


507 


(M 


+ 


H) 


MS 


m/z 


535 


(M 


+ 


H) 


MS 


m/z 


541 


(M 


+ 


H) 


MS 


m/z 


559 


(M 


+ 


H) 


MS 


m/ z 


551 
*j -j j. 


(M 




H) 


MS 


m/z 


559 


(M 


+ 


H) 


MS 


m/ z 


471 


(M 




H) 


MS 


m/z 


523 


(M 


+ 


H) 


MS 


m/z 


486 


(M 


+ 


H) 


MS 


m/z 


526 


(M 


+ 


H) 


MS 


m/z 


547 


(M 


+ 


H) 


MS 


m/z 


565 


(M 


+ 


H) 


MS 


m/z 


571 


(M 


+ 


H) 


MS 


m/z 


589 


(M 


+ 


H) 


MS 


m/z 


581 


(M 


+ 


H) 


MS 


m/z 


589 


(M 




H) 


MS 


m/ z 


501 


(M 




H) 


MS 


m/z 


553 


(M 


+ 


H) 


MS 


m/z 


594 


(M 


+ 


H) 


MS 


m/z 


516 


(M 


+ 


H) 


MS 


m/z 


556 


(M 


+ 


H) 


MS 


m/z 


577 


(M 


+ 


H) 
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a 

u 


-37 • 




-4? • 


p- 


■1 ? " 

10 / 


1 j 0 


rr\ / v 
111/ z. 


4R0 

T O U 


f M 

^ L J 


+ 


u 1 
n ; 


Q 
o 


_ "5 Q . 
O O f 


A- 


T Z, / 


p_ 


14, 


MQ 


m / *7 
ill/ Z, 


4 R 

4 O D 


^M 


1 


n ( 


Q 
O 


3 y f 


A - 


-4 9- 

4 Z / 


p_ 


- 1 R • 

13/ 


MQ 


m/ Z 


R D4 
3 U 4 


( M 
\ LY1 


_L 
I 


> 


Q 
O 


-4 0 • 




4 Z / 


p_ 


ID, 


MQ 
rio 


m/ z 


4 Q£ 
4 3* D 


/ M 
\ 1Y1 


_L 
T 


n ; 


O 
0 


— 4 1 • 
4 1/ 




4 9* 
4 Z / 


p_ 


.1 7 . 


MQ 


m/ z 


R 04 
3 U 4 


/ M 
\ LY1 


1 

T 


u > 
n > 


Q 
O 


-AO * 




4 9- 
4 Z / 




• 1 P • 
1 O , 


LYlo 


m/ z 


4 1 £ 
4 1 D 


( M 


4- 


rl , 


Q 
O 


-4 ^ • 


A- 


.4 9. 
4 Z / 


p _ 


J- y t 


LYlo 


Itl/ z 


4 £P 
4 D 0 


f M 


_|_ 
1 




O 
0 


-44- 
4 4/ 


A - 


4 9 • 
4 Z / 


p_ 


.on . 

Z U / 


LYlo 


m/ z 


R0 Q 


/ M 
\ 1Y1 






p 

0 


- 4 R • 
4 3/ 




4 9 - 
4 Z / 


p _ 


9 1 • 
Z 1 / 


LYlo 


m/ z 


4^1 
4 31 


/ JWT 
^ VI 


_t_ 
1 


u ^ 


p 

0 


- A £ * 
4 0/ 




4 9 • 
4 Z / 


p_ 


. 9 9 
Z Z 














p 
o 


-47 • 

4 / / 


A- 


4 9 • 

4 Z / 


p_ 


9 ^ • 
Z 3 , 


LYlo 


m/ z 


4 71 
4/1 


I M 
V LY1 


1 


n , 


p 

0 


-4 P • 
4 0/ 


A- 


4 9 • 

4 Z / 


p_ 


94 • 
Z 4 , 


LYlo 


m/ z 


4 Q9 
4 y l. 


( M 


4. 


rl , 


p 

0 


- 4 Q • 
4 y / 


rl 


R Q • 
3 / 


p _ 


13 / 


MQ 
LYlo 


m/ z 


R ^9 
3 3Z 




_i_ 
1 


u ^ 


p 

0 


- r o • 

3 U / 


rl 


R Q ■ 
3 / 


p_ 


1 4 • 

14 / 


MQ 
LYlo 


in/ z 


R^P 
330 


^ LY1 


_L 

*r 


u ^ 

" - 


p 

0 


31/ 




R Q ■ 

3 / 


p _ 


1 R • 
13 , 


MQ 


m/ z 


R R £ 
3 3 0 


V LY1 


1 


rl i 


p 
o 


- R9 • 

3 Z , 


7\ _ 
rl 


R Q • 
3 / 


p _ 


ID , 


MQ 


m/ z 


R4 P 
3 4 0 




_j_ 

T 


u \ 


p 
0 


_ RQ . 


rl 


R Q • 

3 Z? / 


p_ 


1 7 ' 


MQ 
lYlo 


m/ z 


R R £ 
3 3 0 






u \ 

" / 


o 
o 


- R4 • 

3 4/ 


A- 

rl 


R Q . 


p _ 


1 a • 
10, 


MQ 
LYlo 


m/ z 


4 £P 
4 D 0 


^ M 


_1_ 
1 


n j 


Q 

o 


- RR • 

3 3/ 


A- 

rl 


RQ - 

3 _? / 


p_ 


1 Q • 


MQ 
1X1 0 


m/ z 


R9 n 

3 Z U 


^ M 


_L 
I 




8 


-56; 


A- 


59; 


c- 


20 














8 


-57; 


A- 


59; 


c- 


21; 


MS 


m/z 


483 


(M 


+ 


H) 


8 


-58; 


A- 


59; 


c- 


22 














8 


-59; 


A- 


59; 


c- 


23; 


MS 


m/z 


523 


(M 




H) 


8- 


-60; 


A- 


59; 


0 


24; 


MS 


m/z 


544 


(M 


+ 


H) 


8- 


-61; 


A- 


67; 


c- 


13; 


MS 


m/z 


544 


(M 




H) 
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p 

o 


-6? • 


A- 


•67 • 

\j f f 




MQ 


m / "7 

111/ 




I M 


i 


u 
n 


Q 

o 


- 6^ • 


A _ 
ri 


-67 • 

Off 


P- 1 R • 


L v lo 


III/ Z 


R 6 A 
OD0 


( M 
\ 1Y1 


4- 
i 


U 

n 


Q 
O 


~a a . 

D 4 t 


TV _ 
r\ 


67 • 

Off 


p-i 6 • 


MQ 
L v JO 


111/ Z 


R 60 
JDU 


C M 


_L 
l 


rl 


O 

0 


- 6 ^ • 
DO / 


7V _ 


£7 • 
Off 




MQ 
LYlo 


m/ z 


O DO 


I M 
^ 1Y1 


4. 


u 
n 


p 
o 


- 66 • 
DO, 


7\ _ 
rl 


67 • 
Off 


P— 1 fi • 

Vw ± 0 , 


MQ 
LYlo 


m/ z 


Zl fi 0 
f± 0 u 


/ M 
\ 1Y1 


i 


U 

n 


p 
o 


— £7 • 
Off 


TV _ 


£7 • 

of. 


P — 1 Q • 


MQ 
LYlO 


m/ z 


c. o o 
jjZ 


^ LYl 


i 

T 


o 
n 


p 
o 


_ £ p . 
0 0, 


7V _ 


67 • 
Off 


p- 9 n 

u z u 














p 
o 


0 -7 / 


7\ _ 


67 • 
Of, 


P- 9 1 • 
U Z 1 , 


MQ 
LYlo 


m/ z 




\ LYl 


i 
i 


u 
rl 


p 
o 




7V _ 


£7 • 
Off 


P— 9 9 














p 
o 


-71 • 

/ ± f 


7V _ 
ri 


£7 - 
Off 


P— 9 ^ • 

L zo , 


MQ 
Flo 


m/ z 


R ^ R 


/ M 
^ 1Y1 


i 

"T 


n 


p 
o 


-7 9 • 




67 • 
Off 


P- 9 A • 


MQ 
LYlo 


m/ z 


R R ^ 
ODD 


( M 
^ LYl 


_|_ 
1 


n 


p 
o 


/Of 


7A — 


Do , 


P— 1 ^ • 


MQ 
LYlo 


m/ z 


Zl 

D 1 fl 


^ LYl 


X 


rl 


p 
o 


-7 Zl • 

1 H f 


7A — 


DO , 


P— 1 Zl • 


M Q 
iYlo 


m/ z 


con 
DZU 


V LYl 


1 


u 
n 


p 
o 


/Of 


7A — 


Do, 


p— m« 


MQ 


m/ z 


^ Q 
Doo 


( LYl 


i 

X 


14 

n 


p 
o 


-7 £ • 
/ D , 


7A — 


6fi • 
DO, 


P— 1 £ • 
U ID, 


MQ 
IYlo 


in/ z 


con 


^ LYl 


X 


TT 

n 


p 
0 


-77 • 

'if 


7A — 
rl 


DO , 


P-1 7 • 
^ ± f f 


MQ 
IYlo 


m/ z 


cop 

JJO 


i LYl 


I 

X 


u 
n 


p 


_ 7 p . 

to, 


7A — 


DO, 


P— 1 ft ■ 


MQ 

IYlo 


m/ z 


Zl R 0 


^ LYl 


1 

X 


u 
n 


p 

0 


_ 7 Q . 


7V _ 
rl 


6R • 
DO, 


P— 1 Q • 


MQ 
LYlo 


m/ z 


ouz 


^ LYl 


4- 
X 


u 
n 


p 
o 


-fin • 

O U , 


7\ _ 
rl 


6fi • 

DO, 


p- 9 n 

\^ zu 














8 


-81; 


A- 


68; 


C-21; 


MS 


m/z 


465 


(M 


+ 


H 


8 


-82; 


A- 


68; 


C-22 














8 


-83; 


A- 


68; 


C-23; 


MS 


m/z 


505 


(M 


+ 


H 


8 


-84; 


A- 


68; 


C-24; 


MS 


m/z 


526 


(M 


+ 


H 


8- 


-85; 


A- 


69; 


C-13; 


MS 


m/z 


544 


(M 


+ 


H 


8- 


-86; 


A- 


69; 


C-14; 


MS 


m/z 


550 


(M 


+ 


H 
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8-87; 


A- 


■69; 


C-15; 


MS 


m/ z 


568 


(M 


+ 


ri ) 


8-88; 


A- 


•69; 


C-16; 


MS 


m/ z 


560 


f M 


+ 


n y 


8-89; 


A- 


•69 : 


C-17 ; 


MS 


m/ z 


568 


(M 


+ 


1 1 1 


8-90 • 


A- 


•69 • 


C-18 • 


MS 


TO / 7 

in/ ^ 


480 


\ *■ * 


+ 




8-91 ; 


A- 


■69 • 


C-19; 


MS 


m/ z 


532 


\ L 1 


+ 


H) + 
1 1 y 


8-92; 


A- 


69; 


C-20 














8-93; 


A- 


69; 


C-21; 


MS 


m/z 


495 


(M 


+ 


H) + 


8-94; 


A- 


69; 


C-22 














8-95; 


A- 


69; 


C-23; 


MS 


m/z 


535 


(M 


+ 


H) + 


8-96; 


A- 


69; 


C-24; 


MS 


m/z 


556 


(M 




H) + 


(i) The 


examples 


Of ( 


compounds 


describe 



O N 

*N N 




v\ /r 0CH3 



R 4 L ,X..,R 7 



R° 

which are included in Compound (I), are listed below in 
order of compound number, -NR 3 R 4 , -NR 6 R 7 and spectrum data 
thereof . 

9-1; A-09; C-01; MS m/z 438 (M + H) + 
9-2; A-09; C-02; MS m/z 450 (M + H) + 
9-3; A-09; C-03; MS m/z 462 (M + H) + 
9-4; A-09; C-04; MS m/z 466 (M + H) + 
9-5; A-09; C-05; MS m/z 468 (M + H) + 
9-6; A-09; C-06; MS m/z 476 (M + H) + 
9-7; A-09; C-07; MS m/z 478 (M + H) + 
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9-8; A-09; C-08; MS m/z 494 (M + H) + 
9-9; A-09; C-09; MS m/z 500 (M + H) + 



Q 

J 


i u , 




no . 
u y , 


c _ 


i n - 
1 u r 


MO 

Mo 


m/ z 


DUD 


{ M 






Q 

y- 


■ii; 


A~ 


n q • 
u y , 


r> 


i i • 
n; 


Mb 


m/ z 


1 /l 


( M 


• 

T 


H) 


Q 

y - 


1 o • 
• iz ; 


A~ 


u y ; 


r* 
U - 


1 0 • 

iz ; 


M C 


m/ z 


0 z u 


( M 


i 


u\ + 
H) 


y- 


1 o . 


A- 


i n . 

i u ; 


c* 


n i • 
u i ; 


Mb 


m/ z 


4 Jo 


( M 


+ 


H) 


y- 


• 1 4 ; 


A~ 


i n - 

1 U , 




no - 
UZ , 


Mb 


m/ z 




/ M 

( M 


i 


H) 


y- 


•Id; 


A~ 


1 n . 
i u ; 




n o . 


Mb 


m/ z 


4 bZ 


( M 


+ 


H) 


y- 


i c . 
lb; 


A- 


in. 
1 U ; 


c- 


n /i . 
U4 ; 


^A o 
Mb 


m/ z 


/ice 
4 b b 


( M 


+ 


H) 


y- 


IT. 
'11, 


A- 


1 u ; 


L~ 


AC . 

uo; 


iva o 
Mb 


m/ z 


/ICQ 

4 bo 


( M 


+ 


H) 


y- 


1 o ; 


A- 


in. 
1 u ; 


c- 


n £ . 
uo; 


Mb 


m/ z 


/IOC 

4 / b 


(M 




H) 


y- 


1 y ; 


A- 


1 n . 
1 U ; 


c- 


no . 

(J / ; 


Mb 


m/ z 


/i o o 
4 / o 


/ M 

(M 


+ 


H) 


y- 


o n . 
Z U ; 


A- 


i n . 
ID; 


c- 


no. 
Uo, 


Mb 


m/ Z 


/l Q /i 

4 y 4 


/ M 

(M 


i 

T 


H) 


y- 


z 1 ; 


A - 


in. 

l u ; 


L~ 


n q . 

u y ; 


Mb 


m/ z 


c n n 
D UU 


/ ft/I 

(M 


+ 


H) 


y- 


zz ; 


A~ 


in. 

i u ; 




i n . 

iu ; 


AA O 
Mb 


m/ z 


c. n c 


( M 


+ 


UN + 

H) 


y- 


O O . 

z J ; 


A- 


in. 
l u ; 


L~ 


11. 


Mb 


TCI/ Z 


014 


(M 


+ 


H) 


y- 


o /i . 
z 4 ; 


A~ 


in. 
i u ; 


u- 


10. 
iz ; 


Mb 


m/z 


con 
oz u 


\ M 


i 


H) 


9- 


25; 


A- 


11; 


C- 


01; 


MS 


m/z 


438 


(M 


+ 


H) + 


9- 


26; 


A- 


11; 


c- 


02; 


MS 


m/z 


450 


(M 


+ 


H) + 


9- 


27; 


A- 


11; 


c- 


03; 


MS 


m/z 


462 


(M 




H) + 


9- 


28; 


A- 


11; 


c- 


04; 


MS 


m/z 


466 


(M 


+ 


H) + 


9- 


29; 


A- 


11; 


c- 


05; 


MS 


m/z 


468 


(M 


+ 


H) + 


9- 


SC- 


A- 


11; 


c- 


06; 


MS 


m/z 


476 


(M 




H) + 


9- 


SI; 


A- 


11; 


c- 


07; 


MS 


m/z 


478 


(M 




H) + 


9- 


32; 


A- 


11; 


c- 


08; 


MS 


m/z 


494 


(M 




H) + 
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y 




A - 


1 1 • 

XX/ 


p_ 


OQ • 
u y f 


MC 
riO 


m / "7 
111/ 


sno 


/ M 


4- 


U ) 


+ 


Q- 

-7 


.^4 • 


/A 


1 1 • 


p_ 


i o • 

X U / 


MQ 


III/ Z 


S06 


I M 

\ LXl 


_i_ 
i 


n j 


+ 


Q_ 

y 




7\ _ 


1 1 ■ 

XX/ 


p _ 


1 1 • 

XX/ 


MQ 
L v JO 


m./ z 


J14 


/ M 

\ VI 


_|_ 


n j 


+ 


Q_ 

y 


JO, 


7\ _ 


1 1 • 

J- -L r 


p_ 


1 9 • 
X Z / 


1X1 o 


in/ z 


R9 0 
o z u 


I M 
\ 1X1 


X 
T 


n , 


+ 


Q- 

y 


^7 • 
Off 


7\ _ 
r\ 


1 9 • 
X Z / 


p _ 


oi • 

U X / 




m/ z 


4 ^P 
4 Z> 0 


/ m 
V 1X1 


_1_ 
i 


u ) 


+ 


Q_ 


JO, 




X Z / 


p_ 


09 • 
U Z / 


MQ 


m./ z 


4 RO 
4 3 U 


f M 
^ 1X1 


_|_ 


R 1 

n , 


+ 


Q _ 


^ Q • 




1 9 • 
X Z / 


p _ 




MQ 
1X1 o 


m/ z 


4 £9 
4 DZ 


( M 
^ 1X1 


X 


n ; 


+ 


Q _ 

y 


a o • 


7\ _ 


1 9 • 
X Z / 


p_ 


o 4 • 

U 4 , 


MQ 
iXlo 


m/ z 


4 

4 D D 


/ m 
\ 1X1 


_1_ 
i 


n J 


+ 


Q _ 


4 1 • 




1 9 • 
xZ , 


P_ 


o s • 

U O / 


MQ 
1X1 o 


m/ z 


4 DO 


\ 1X1 


i 

T 


u > 


+ 


Q_ 


4 Z / 




1 9 • 
X Z / 


p_ 


U O / 


MQ 
LXlo 


m/ z 


4 7^ 
4 / D 


/ m 
^ 1X1 


i 

T 


« i 


+ 


Q _ 


4 ^ • 




1 9 • 
X Z / 


p_ 


U / f 


MQ 
1X1 0 


m/ z 


4 7 P 
4/0 


/ M 
\ 1X1 


i 

T 




+ 


Q _ 

y 


4 4 f 




1 9 • 
X Z / 


p _ 


OP • 
U 0 / 


MQ 
IXlo 


m/ z 


4 Q 4 
4^4 


^ 1X1 


i 

T 


rl J 


+ 


Q _ 


A R • 
4 D , 


7\ _ 
rt 


1 9 • 
X Z / 


p_ 


0 Q • 
U y / 


MQ 
IXlo 


m/ z 


ouu 


/ m 
\ 1X1 


i 




+ 


Q _ 


4 0/ 


7\ _ 


1 9 • 
X Z / 


p_ 


1 0 • 
X U / 


MQ 
IXlo 


m/ z 


R 0 £ 
DUD 


/ m 
\ 1X1 


_j_ 


rl ^ 


+ 


Q_ 


A 7 • 
4 / / 


a — 

/A 


1 9 • 
1 Z / 


p_ 


1 1 • 


MQ 
IXlo 


m/ z 


4 

O X 4 


^ 1X1 


i 

T 




+ 


Q_ 

J 


4 P • 


7\ _ 
ri 


1 9 • 
X Z / 


p_ 


1 9 - 
XZ / 


MQ 
IXlo 


m/ z 


S 9 0 
3 Z U 


( M 
^ 1X1 


_L 

X 


rl j 


+ 


Q _ 


A Q • 

4 -7 / 




X j / 


p _ 


01 • 
U X / 


MQ 
IXlo 


m/ z 


4 4^ 
4 4 D 


/ M 
\ 1X1 


X 


rl ; 


+ 




SO • 


7\ _ 


1 ^ • 


p _ 


09 - 
UZ / 


MQ 
IXlo 


m/ z 


4 SP 
4 jo 


/ M 
\ 1X1 


X 
X 


n j 


+ 


Q _ 


S1 • 
OX/ 


7\ _ 


1 ^ • 
X O / 


p_ 


0 ^ • 
Uj / 


MQ 
IXlo 


m/ z 


4 7 0 
4 / U 


/ M 
\ 1X1 


X 
X 


n j 


+ 


9- 


52; 


A- 


13; 


c- 


04; 


MS 


m/z 


474 


(M 


+ 


H) 


+ 


9- 


53; 


A- 


13; 


c- 


05; 


MS 


m/z 


476 


(M 


+ 


H) 


+ 


9- 


54; 


A- 


13; 


c- 


06; 


MS 


m/z 


484 


(M 


+ 


H) 


+ 


9- 


55; 


A- 


13; 


c- 


07; 


MS 


m/ z 


486 


(M 


+ 


H) 


+ 


9- 


56; 


A- 


13; 


c- 


08; 


MS 


m/z 


502 


(M 


+ 


H) 


+ 


9- 


57; 


A- 


13; 


c- 


09; 


MS 


m/z 


508 


(M 


+ 


H) 


+ 



Cl CO. 

y - D o ; 


A- 


1 J; 


c- 


ID ; 


9-59 ; 


A- 


13 ; 


c- 


11 ; 


9-60 ; 


A- 


13; 


c- 


12 ; 


9-61 ; 


A- 


14 ; 


C- 


01 ; 


9-62 ; 


A- 


14 ; 


c- 


02 ; 


9-63 ; 


A- 


14 ; 


C- 


03 ; 


9-64 ; 


A- 


14 ; 


c- 


04 ; 


9-65 ; 


A- 


14 ; 


c- 


05 ; 


9-66; 


A- 


14 ; 


c- 


06; 


9-67 ; 


A- 


14 ; 


c- 


07 ; 


9-68 ; 


A- 


14 ; 


C- 


08 ; 


9-69; 


A- 


14 ; 


c- 


09; 


9-70 ; 


A- 


14 ; 


c- 


10 ; 


9-71 ; 


A- 


14 ; 


c- 


11 ; 


9-72 ; 


A- 


14 ; 


c- 


12 ; 


9-73; 


A- 


15; 


c- 


01 ; 


9-74 ; 


A- 


15; 


c- 


02 ; 


9-75 ; 


A- 


15; 


c- 


03; 


9-7 6; 


A- 


15; 


c- 


04 ; 


9-77; 


A- 


15; 


c- 


05; 


9-78; 


A- 


15; 


c- 


06; 


9-79; 


A- 


15; 


c- 


07; 


9-80; 


A- 


15; 


c- 


08; 


9-81; 


A- 


15; 


c- 


09; 


9-82; 


A- 


15; 


c- 


10; 
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MS 


m/z 


514 


(M 


+ 


H) 


MS 


m/ z 


522 


(M 


+ 


H) 


MS 


m/z 


528 


(M 


+ 


H) 


MS 


m/z 


446 


(M 


+ 


H) 


MS 


m/z 


458 


(M 


+ 


H) 


MS 


m/z 


470 


(M 


+ 


H) 


MS 


m/z 


474 


(M 


+ 


H) 


MS 


m/z 


476 


(M 


4- 


H) 


MS 


m/z 


484 


(M 


+ 


H) 


MS 


m/z 


486 


(M 


+ 


H) 


MS 


m/z 


502 


(M 


+ 


H) 


MS 


m/ z 


508 


(M 




H) 


MS 


m/z 


514 


(M 


+ 


H) 


MS 


m/z 


522 


(M 


+ 


H) 


MS 


m/ z 


528 


(M 


+ 


H) 


MS 


m/ z 


454 


(M 


+ 


H) 


MS 


m/z 


466 


(M 


+ 


H) 


MS 


m/z 


478 


(M 


+ 


H) 


MS 


m/z 


482 


(M 


+ 


H) 


MS 


m/z 


484 


(M 


+ 


H) 


MS 


m/z 


492 


(M 


+ 


H) 


MS 


m/z 


494 


(M 




H) 


MS 


m/z 


510 


(M 


+ 


H) 


MS 


m/z 


516 


(M 


+ 


H) 


MS 


m/z 


522 


(M 


+ 


H) 



- 214 - 



9- 


83 • 


A- 


.1 tr . 
J. o , 


r- 


■II- 


MS 


m / 7 

111/ 


530 

J J u 


t M 

>i i 


+ 


R) + 


Q_ 


■ft4 • 


A- 


.1 tr . 
± Z) , 




-L Z. , 


MS 


m / "7 

ill/ z. 




(M 




HI + 


Q_ 

Z/ 


•ft s • 


A- 


■1 6 • 


C- 




MS 


m / "7 

ill/ z. 


4 60 


(M 


+ 


n ) 


Q_ 

z) 


ft 6 • 


A- 




C- 


•0? • 


MS 

L v 10 


m / 7 
ill/ z. 


1 / z. 


/ M 




H) + 
n ; 


Q_ 

I? 


•ft7 ■ 


A- 


•1 6 • 




0 3- 


MS 


111/ z. 


4 ft 4 


f M 


+ 




Q_ 


• ft ft • 

00/ 


A- 


•1 6 • 
ID, 


p_ 


04 - 

U 4 , 


MS 


III/ z. 


4 ft ft 

4 0 0 


/ M 


4. 




Q_ 

-7 


ft Q • 
o y f 


A- 


1 6 • 
J. O , 


p_ 


OR • 

U .J , 


MS 


III/ Z. 


4 Q0 




_L 

1 




Q_ 


QO • 


A- 


1 6 • 




u o , 


M^ 


m/ Z 


4 Qft 
H y o 




4. 


u \ + 


9- 


91; 


A- 


16; 


c- 


07; 


MS 


m/z 


500 


(M 


+ 


H) + 


9- 


92; 


A- 


■16; 


c- 


08; 


MS 


m/z 


516 


(M 


+ 


H) + 


9- 


93; 


A- 


•16; 


c- 


09; 


MS 


m/z 


522 


(M 


+ 


H) + 


9- 


94; 


A- 


16; 


c- 


10; 


MS 


m/z 


528 


(M 


+ 


H) + 


9- 


95; 


A- 


16; 


c- 


11; 


MS 


m/z 


536 


(M 


+ 


H) + 


9- 


96; 


A- 


16; 


c- 


12; 


MS 


m/z 


542 


(M 


+ 


H) + 



(j) The examples of compounds described in : 

CH 3 

o N-^r CH3 




which are included in Compound (I) , are listed below in 
order of compound number, -NR 3 R 4 , -NR 6 R 7 and spectrum data 
thereof . 

10-1; A-25; C-01; MS m/z 335 (M + H) + 
10-2; A-25; C-02; MS m/z 347 (M + H) + 
10-3; A-25; C-03; MS m/z 359 (M + H) + 
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10-4; A-25; C-04; MS m/z 363 (M + H) + 

10-5; A-25; C-05; MS m/z 365 (M + H) + 

10-6; A-25; C-06; MS m/z 373 (M + H) + 

10-7; A-25; C-07 

10-8; A-25; C-08; MS m/z 391 (M + H) + 

10-9; A-25; C-09; MS m/z 397 (M + H) + 



1 u- 


in. 
• 1 u ; 


A" 


•Zd ; 


cj- 


•10; 


Mb 


m/ z 


/i n o 
4 U J 


/ KA 

(M 


+ 


H) 


i n 
111- 


1 1 • 


7\ 

A~ 


■ z d ; 




■11 ; 


Mb 


m/ z 


/ill 
411 


(M 


+ 


H) 


i u- 


- iz ; 


A- 


- Z d ; 


c- 


1 o . 

•Iz ; 


Mb 


m/ z 


4 1 / 


(M 


+ 


H) 


i n 

i u- 


1 0 . 


A- 


'Z 1 f 


U - 


n i . 

•Ul ; 


Mb 


m/ z 


O / D 


/ 1VA 

(M 


+ 


H) 


i n 
1 u - 


14; 


A- 


*Z 1 , 




Uz ; 


Mo 


in/ z 


JO / 


/ hA 

(M 


+ 


H) 


i n 

1 u - 


•id; 


A~ 


-z / ; 


c- 


no. 
Do ; 


AA O 

Mb 


TVS / r, 

m/ z 


O Q Q 

jy y 


/ TVA 
(M 




U N + 

H) 


1 u- 


■lb, 


7\ 

A~ 


' Z 1 , 




n /i . 
U 4 ; 


Mb 


m/ z 


/i n o 
4 U J 


(M 




u \ + 
H) 


10- 


17; 


A- 


•27; 


c- 


05; 


MS 


m/z 


405 


(M 


+ 


H) + 


10- 


18; 


A- 


27; 


c- 


06; 


MS 


m/z 


413 


(M 


+ 


H) + 


10- 


19; 


A- 


27; 


c- 


07; 


MS 


m/z 


415 


(M 


+ 


H) + 


10- 


20; 


A- 


27; 


c- 


08; 


MS 


m/z 


431 


(M 


+ 


H) + 


10- 


21; 


A- 


27; 


c- 


09; 


MS 


m/z 


437 


(M 


+ 


H) + 


10- 


22; 


A- 


27; 


c- 


10; 


MS 


m/z 


443 


(M 


+ 


H) + 


10- 


23; 


A- 


27; 


c- 


11; 


MS 


m/z 


451 


(M 


+ 


H) + 


10- 


24; 


A- 


27; 


c- 


12; 


MS 


m/z 


457 


(M 


+ 


H) + 


10- 


25; 


A- 


28; 


c- 


01; 


MS 


m/z 


405 


(M 


+ 


H) + 


10- 


2 6; 


A- 


28; 


c- 


02; 


MS 


m/z 


417 


(M 


+ 


H) + 


10- 


27; 


A- 


28; 


c- 


03; 


MS 


m/z 


429 


(M 


+ 


H) + 


10- 


28; 


A- 


28; 


c- 


04; 


MS 


m/z 


433 


(M 


+ 


H) + 
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1 u 


z y , 


A 


.0 Q * 
' Z O , 






LYlo 


m/ z 


/IOC 

4 jj 


[ \yi 


i 

-r 


u 
n 


i a 
10- 


OA. 

• 30 ; 


7V 

A- 


■Z o ; 


c- 


A C • 

0b; 


ft, A C 

Mb 


m/ z 


44 J 


(M 


+ 


H 


i a 

i u - 




A- 


2 o , 


L- 


u / ; 


Mb 


m/ z 


/I /I c 

4 4 D 


(M 


+ 


H 


i a 

1 u - 


• 32 ; 


A- 


Z o ; 


c- 


A O • 

08 ; 


MS 


m/ z 


4 bl 


(M 




H 


i o- 


o o . 


A- 


o o . 

Z 8 ; 


c- 


A A . 

09 ; 


MS 


m/ z 


a a 
4b/ 


(M 


+ 


T T 

H 


10- 


O /I . 

34 ; 


A- 


o o . 

zo; 


c- 


1 A . 

10 ; 


ft A O 

MS 


m/ z 


/I o o 

4 / J 


(M 


+ 


T T 

H 


1 (J- 


o c . 

jo; 


A- 


o o . 

Z 8 ; 


c- 


1 1 ; 


MS 


m/ z 


/I O 1 

4 o 1 


(M 


+ 


H 


10- 


o . 

3b ; 


A- 


O O . 

zo; 


c- 


1 o . 

12 ; 


MS 


m/ z 


71 O O 

4o / 


/ i\/r 

(M 


+ 


H 


1 A 

10- 


O O . 

•J / ; 


A- 


/I o . 

4 2; 


c- 


AT. 

01; 


MS 


m/ z 


O O A 

320 


(M 


+ 


H 


10- 


38 ; 


A- 


/I A . 

42 ; 


C- 


AO. 

02 ; 


MS 


m/ z 


o o o 

J 32 


(M 


+ 


H 


1 A 

10- 


OA. 

3y ; 


A- 


/I o . 

42 ; 


c- 


AO. 


MS 


m/ z 


O /I /I 

344 


(M 




T T 

H 


1 A 

10- 


4 0; 


A- 


A O ■ 

42 ; 


c- 


A /l . 

04 ; 


MS 


m/ z 


o /i o 
34 O 


(M 


+ 


H 


10- 


41; 


A- 


^ o . 

42 ; 


c- 


r\ c . 

05 ; 


ft yr o 

MS 


m/ z 


OCA 

350 


(M 


+ 


H 


10- 


42 ; 


A- 


/I O - 

42 ; 


c- 


0 6; 


MS 


m/ z 


C O 

358 


(M 


+ 


H 


1 A 

10- 


4 J ; 


A- 


4 2; 


c- 


AO. 

0 / ; 


MS 


m/ z 


O £ A 

3b0 


(M 




H 


1 r\ 

10- 


4 4 ; 


A- 


42 ; 


c- 


08 ; 


MS 


m/z 


37 6 


(M 


+ 


H 


1 A 

10- 


4 5 ; 


A- 


42 ; 


c- 


A A . 

0 9; 


ft /I (~i 

MS 


m/ z 


o o o 


(M 




H 


1 A 

10- 


A C . 

4b; 


TV 

A- 


42 ; 


c- 


"1 A . 

10 ; 


MS 


m/ z 


o o o 


(M 




H 


1 A 

10- 


4 / ; 


A- 


A O . 

4 2; 


c- 


11 ; 


Mb 


m/ z 


o 


(M 


+ 


T T 

H 


10- 


48; 


A- 


42; 


c- 


12; 


MS 


m/z 


402 


(M 


+ 


H 


10- 


49; 


A- 


59; 


c- 


01; 


MS 


m/ z 


372 


(M 


+ 


H 


10- 


50; 


A- 


59; 


c- 


02; 


MS 


m/z 


384 


(M 


+ 


H 


10- 


51; 


A- 


59; 


c- 


03; 


MS 


m/z 


396 


(M 




H 


10- 


52; 


A- 


59; 


c- 


04; 


MS 


m/z 


400 


(M 




H 


10- 


53; 


A- 


59; 


c- 


05; 


MS 


m/z 


402 


(M 




H 
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1 0- 




A- 


•J Z? f 


c- 


•0 f> • 


no 


m / *7 

ILL/ £ 


410 

*i X U 


I M 


_L 
i 


u \ + 


1 0- 

X U 


J J / 


A _ 

r\ 


•J -7 / 


p_ 


•07 • 

\J f f 


1 v JiD 


III/ Z 


419 
4 X Z 


f M 
\ 1X1 


_i_ 
i 


LI ) + 


1 0- 


o o / 


7\ _ 




p_ 


U 0 / 


MO 

VI o 


m/ z 


4 9 P 
H Z 0 


f M 
^ rJ 


_i_ 
T 


ft; 


1 0- 

x u 


Off 


7\ _ 
r\ 




p_ 


.f)Q ■ 

U J7 / 


MO 


III/ Z 


4^4 
4 O 4 




_L 
I 


LI \ + 

n) 


1 0- 
X u 


• SP • 
JO , 




J _7 / 


p_ 


X U / 


LYlO 


m/ z 


4 4 0 
4 4 U 


( M 


_|_ 
I 




1 o - 
X u 




A — 


Oz> r 


p _ 


XX/ 


LYlO 


m/ z 


Zl Zl P 
4 4 O 


^ LYi 


_1_ 
T 


h ; 


i o - 

1U 


. £0 • 


A — 


O / 


p _ 


• 1 9 • 


LYlO 


in/ z 


Zl R Zl 
4 D 4 


^ LYI 


_|_ 


h ; 


1 0- 
x u 


OX/ 


A _ 
r\ 


£7 • 
Of, 


p _ 


U X / 




m/ z 


^P A 
o O 4 


/ M 
^ LYI 


4- 


u ^ + 


1U 


£9 • 
OZ / 


A — 


£7 - 
Of/ 




n 9 • 

UZ / 


MQ 


m/ z 


o ^ 0 


^ LYI 


i 

T 


u \ + 


1U 


O J, 


A — 


£7 • 
O/, 


p_ 


U J, 


MQ 
Mo 


m./ z 


a n p 

4 U o 


/ M 
V LYI 


_j_ 


Li; 


i n - 
x u 


£4 ' 
0 4, 


A _ 

ri. 


£7 • 
Off 


p_ 


U 4 / 


MQ 


m/ z 


Zl 1 9 
4 X Z 


\ LYI 


_!_ 
1 


Li) 


1 0- 

x u 


0 3/ 


A - 


£7 - 
Off 


p_ 


U J, 


MQ 


m/ z 


Zl 1 Zl 
4X4 


^ M 
[ LYI 


4_ 
T 


n; 


i n - 


£ £ • 
Do, 


A — 


£7 • 
Off 


p_ 


U 0 / 


MQ 


m/ z 


Zl 9 9 
4 Z Z 


^ LYI 


i 
i 




i o - 


£7 • 
Off 


A — 


£7 • 
Off 


p _ 


07 • 


MQ 


m/ z 


Zl 9 Zl 
4 Z 4 


^ LYI 


4- 




x u 


(Z p . 


A — 


£7 • 
Off 


p _ 


OP • 
Uo, 


MQ 


m/ z 


zi zi n 

4 4 U 


^ LYI 


i 

"T 




1 0- 
X u 


£ Q - 
D!?/ 


A — 


£7 • 
Off 


p _ 


n q • 

\)z)f 


MQ 


m/ z 


Zl Zl 6 
4 4 0 


/ M 
\ LYI 


_i_ 
X 


Li; 


i o - 
x u 


/ U / 


A — 


£7 • 
Off 


p _ 


1 0 • 
X U / 


MQ 


m/ z 


Zl R9 
4 O Z 


\ 1Y1 


X 


Li; 


X u 


7 1 • 
/ X / 


A — 


67 • 
Off 


p _ 




MQ 


m/ z 


Zl 6 0 
4 0 U 


^M 
^ LYI 


X 


LI \ + 


X u 


/ Z , 


A — 


67 • 
Off 


p_ 


1 9 • 
X Z / 


MQ 


m/ z 


Zl 6 6 
4 0 0 


( M 
^ LYI 


_1_ 
X 




10- 


73; 


A- 


68; 


c- 


01; 


MS 


m/z 


354 


(M 


X 


H) + 


10- 


74; 


A- 


68; 


c- 


02; 


MS 


m/z 


366 


(M 


X 


H) + 


10- 


75; 


A- 


68; 


c- 


03; 


MS 


m/z 


378 


(M 


X 


H) + 


10- 


76; 


A- 


68; 


c- 


04; 


MS 


m/z 


382 


(M 


+ 


H) + 


10- 


77; 


A- 


68; 


c- 


05; 


MS 


m/z 


384 


(M 


+ 


H) + 


10- 


78; 


A- 


68; 


c- 


06; 


MS 


m/ z 


392 


(M 


+ 


H) + 
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1 fi 
1U~ 


1 Q • 


A- 


DO, 




0 / , 


MC 

L v lb 


m/ z 


^ CM 


( M 


+ 


H) 


10- 


o 0 ; 


A- 


bo; 


c- 


08; 




m/ z 


410 


(M 


i 

+ 


H) 


i a 
10- 


81; 


A- 


68 ; 


c- 


A Q . 

09 ; 


MS 


m/ z 


/lie 
41b 


(M 


+ 


H) 


i a 
10- 


Q O ■ 

8 2; 


A- 


bo; 


c- 


T A . 

10 ; 


Mb 


m/ z 


/l 0 0 

422 


(M 




H) 


10- 


O O . 

oo; 


A- 


68 ; 


/-I 

c- 


11 ; 


MS 


m/ z 


/I O A 

430 


(M 


+ 


H) 


10- 


O /I . 

o 4 ; 


A- 


68 ; 


c- 


12 ; 


MS 


/ „ 

m/ z 


/ o c 
436 


(M 




H) 


1 a 
10- 


nr. 

85; 


A- 


/T A . 

69 ; 


c- 


A 1 . 

01 ; 


MS 


m/ z 


O O A 

38 4 


(M 




H) 


10- 


8 6; 


A- 


r a . 

69 ; 


c- 


AO. 

02 ; 


MS 


m/ z 


O A £ 

396 


(M 


+ 


H) 


i a 

10- 


87 ; 


A- 


/" A . 

69 ; 


c- 


AO- 

03; 


MS 


m/ z 


/I A O 

408 


(M 


+ 


H) 


10- 


o o . 

8 8; 


A- 


69 ; 


c- 


A A . 

04 ; 


MS 


m/ z 


/I 1 o 

412 


(M 




H) 


1 A 

10- 


OA. 

8 9; 


A- 


r a . 
69 ; 


c- 


AC. 

0o ; 


MS 


m/ z 


A 1 /I 

414 


(M 


+ 


H) 


1 0- 




A- 


D -7 / 


r - 




MQ 
HO 


ill/ z. 


T Z. t. 


( M 


+ 


n / 


10- 


91; 


A- 


69; 


c- 


07; 


MS 


m/z 


424 


(M 




H) 


10- 


92; 


A- 


69; 


c- 


08; 


MS 


m/ z 


440 


(M 


+ 


H) + 


10- 


93; 


A- 


69; 


c- 


09; 


MS 


m/z 


446 


(M 


+ 


H) + 


10- 


94; 


A- 


69; 


c- 


10; 


MS 


m/z 


452 


(M 


+ 


H) + 


10- 


95; 


A- 


69; 


c- 


11; 


MS 


m/z 


460 


(M 


+ 


H) + 


10- 


96; 


A- 


69; 


c- 


12; 


MS 


m/z 


466 


(M 


+ 


H) + 



(k) The examples of compounds described in : 

H 3 Q 

O N— ( 

which are included in Compound (I), are listed below in 
order of compound number, -NR 3 R 4 , -NR 6 R 7 and spectrum data 
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thereof . 

11-1; A-19; C-13; MS m/z 472 (M + H) + 

11-2; A-25; C-01; MS m/z 349 (M + H) + 

11-3; A-25; C-02; MS m/z 361 (M + H) + 

11-4; A-25; C-03; MS m/z 373 (M + H) + 

11-5; A-25; C-04; MS m/z 377 (M + H) + 

11-6; A-25; C-05; MS m/z 379 (M + H) + 

11-7; A-25; C-06; MS m/z 387 (M + H) + 

11-8; A-25; C-07; MS m/z 389 (M + H) + 

11-9; A-25; C-08; MS m/z 405 (M + H) + 



11 


-10; 


A- 


•25; 


C- 


•09; 


MS 


m/ z 


411 


(M 


+ 


H) + 


11 


-11; 


A- 


•25; 


C- 


■10; 


MS 


m/ z 


417 


(M 


+ 


H) + 


11 


-12; 


A- 


•25; 


c- 


11; 


MS 


m/z 


425 


(M 


+ 


H) + 


11 


-13; 


A- 


•25; 


c- 


12; 


MS 


m/ z 


431 


(M 


+ 


H) + 


11' 


-14; 


A- 


•27; 


c- 


■01; 


MS 


m/ z 


389 


(M 


+ 


H) + 


11- 


-15; 


A- 


•27; 


c- 


02; 


MS 


m/z 


401 


(M 


+ 


H) + 


11- 


-16; 


A- 


•27; 


c- 


03; 


MS 


m/z 


413 


(M 


+ 


H) + 


11- 


-17; 


A- 


•27; 


c- 


04; 


MS 


m/z 


417 


(M 


+ 


H) + 


11- 


-18; 


A- 


•27; 


c- 


05; 


MS 


m/z 


419 


(M 


+ 


H) + 


11- 


-19; 


A- 


•27; 


c- 


06; 


MS 


m/z 


427 


(M 


+ 


H) + 


11- 


-20; 


A- 


•27; 


c- 


07; 


MS 


m/z 


429 


(M 


+ 


H) + 


11- 


-21; 


A- 


•27; 


c- 


08; 


MS 


m/z 


445 


(M 


+ 


H) + 


11- 


-22; 


A- 


•27; 


c- 


09; 


MS 


m/z 


451 


(M 


+ 


H) + 


11- 


-23; 


A- 


27; 


c- 


10; 


MS 


m/z 


457 


(M 


+ 


H) + 


11- 


-24; 


A- 


•27; 


c- 


11; 


MS 


m/z 


465 


(M 


+ 


H) + 
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1 1 

X X 






97 • 
z / / 




1 9 • 


rio 


m / r 7 
III/ z. 


471 

*i / X 




4- 

* 


u 
n 


1 1 
X 1 


-9 £ • 
ZD, 


A _ 

A 


9 P • 
Z 0 , 




U X , 


MQ 
Mo 


in/ z 


4 1 Q 

ft X ^ 


\ M 


1 

X 


u 
n 


1 1 
X X 


-01 ' 

Z / / 


a — 

A 


Z 0 , 


p_ 


n 9 • 
uz , 


MQ 
Mo 


m/ z 


ft O X 


\ M 


T 


0 

n 


1 1 


- 9 P • 


A 


9 P • 
Z 0 , 




Uj, 


MQ 
Mo 


m/ z 


Zl 4 ^ 
ft flo 


^ M 


1 
1 


u 
n 


1 1 


-z y / 




9 P • 
Z 0 , 


r* _ 


n 4 • 
U ft / 


MQ 


in/ z 


4 4 7 
fl f4 / 


/ M 
\ M 


1 


u 
n 


1 1 
X 1 


- n • 


A _ 

A 


9 P • 
Zo, 


r* _ 




MQ 
Mo 


m/ z 


4 4 Q 
ft ft ^ 


/ M 
V M 


1 

T 


u 
ri 


1 1 


jl / 


A 


9 P • 
Z o , 


r* _ 


u o , 


MQ 


m/ z 


4^7 


\ M 




0 
n 


1 1 


^ 9 • 


7V 

A- 


9 P • 

z o ; 


u- 


u / ; 


MQ 


m/ z 


/I c; Q 

ft o y 


(M 


1 

+ 


TJ 

n 


1 1 


— ^ "3 • 




9 P • 
Z o , 


p _ 


HQ . 

U o , 


MQ 

Mo 


m/ z 


4 7^ 
ft / D 


V M 


1 

X 


u 
n 


1 1 


— ^ 4 • 


A 


9 P • 

Z 0 , 




no . 


MQ 

Mo 


m/ z 


4 P 1 
ft 0 X 


\ M 


1 

-r 


0 
n 




-Jo, 


A - 


9 P • 






MQ 

Mo 


m/ z 


4 P *7 
ft 0 / 


/ M 

\ M 


1 

+ 


IT 

M 


1 1 


-JD, 


A~ 


9 P • 
Z 0 , 


L- 


1 1 . 


MQ 

Mo 


m/ z 


ft y D 


\ M 


1 

+ 


rl 


1 1 
1 X 


J / , 


A _ 

A 


9 P • 
Z 0 , 


r> _ 


19. 


MQ 

Mo 


m/ z 


cm 
DUX 


/ M 

^ M 


1 

+ 


rj 

n 


1 1 


^ Q • 

"JO, 


A~ 


4 9- 
H Z , 


L- 




MQ 

Mo 


m/ z 


JJ ft 


/ M 

( M 


+ 


LI 

ri 


1 1 
1 1 




A 


4 9 • 
ft Z , 




fi 9 • 
UZ, 


MQ 

Mo 


m/ z 


^ 4 ^ 
o ft D 


/ M 

{ M 


1 

T 


TJ 

n 


1 1 
1 1 


- ft U , 


A _ 

A 


4 9- 

ft z ; 




Uj, 


MQ 

Mo 


m/ z 


JJO 


/ M 

\ M 


1 

+ 


TJ 

n 


1 1 

X X 


-.4 1 • 

ft X , 


A 


4 9 • 
ft Z / 




n 4 • 
U ft , 


MQ 
Mo 


m/ z 


"5 ^9 
jOZ 


\ M 


j 


rl 


1 1 
1 X 


ft Z / 


A _ 

A 


4 9 • 
ft Z , 




U j, 


MQ 
Mo 


m/ z 


^ ^4 
O O fi 


V M 


4_ 


T_r 

n 


1 1 
X X 


- Zl ^ • 
fx O / 


A _ 

A 


4 9 • 
ft Z / 




UD, 


MQ 
MO 


m/ z 


0 / z 


^ M 


J_ 
1 


T_r 
n 


11 


-44; 


A- 


42; 


c- 


07; 


MS 


m/z 


374 


(M 


+ 


H 


11 


-45; 


A- 


42; 


c- 


08; 


MS 


m/z 


390 


(M 


+ 


H 


11- 


-46; 


A- 


42; 


c- 


09; 


MS 


m/z 


396 


(M 


+ 


H 


11- 


-47; 


A- 


42; 


c- 


10; 


MS 


m/z 


402 


(M 


+ 


H 


11- 


-48; 


A- 


42; 


c- 


11; 


MS 


m/z 


410 


(M 


+ 


H 


11- 


-49; 


A- 


42; 


c- 


12; 


MS 


m/z 


416 


(M 


+ 


H 
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11- 




A- 


SQ • 




•OT • 
U 1 , 


VI o 


ILL/ Z, 


jOO 


( M 
\ L v l 


4. 

i 


LI \ + 

n ) 


11- 

1 1 


ji/ 








UZ / 
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r 


p _ 
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V LY1 
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p_ 
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\ LY1 
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LI \ + 
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04, 
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p_ 
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1 

T 
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11 
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^ LY1 


i 
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ll 
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[ LYI 


i 
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ll 
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^ LYI 


1 

T 
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ll 
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MQ 
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V LYI 


1 

T 
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ll 


R Q • 
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t n • 
1 u , 


LYlO 
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Zl R Zl 
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( LYI 


i 

*r 
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n) 
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11 
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T T • 


MC 
LYIo 


m/ z 
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4 OZ 


^ LYI 


j 

T 




T T - 
11 


£T • 
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p _ 
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1 Z , 


MC 
LYIo 


m/ z 


Zl £ Q 
4 DO 


\ LYI 


i 

T 


H) 


T T - 
11 
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0 / , 




n t • 

U 1 , 


MC 
LYIo 


m/ z 
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T 
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11 


D J, 




£7 • 
0 / , 


p _ 


n 9 • 
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MC 
LYlO 
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4 1 U 


\ LYI 


i 

T 


n\ + 


T T - 
11 
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0 / , 
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u o , 


MC 
LYlO 


m/ z 


A 9 9 
4 Z Z 




i 

+ 


u\ + 
H) 


1 1 _ 
11 


DO , 
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0 / , 




U 4 , 


MC 
LYIO 


m/ z 
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4 Z 0 


^ LYI 


T 
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1 1 _ 
11 


0 0, 
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p_ 


U D , 


MC 
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/I 9 Q 
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\ LYI 
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1" 
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11 
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7\ _ 
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L, 
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i 
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Zl 
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A- 
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C- 
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MS 


m/z 
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(M 


+ 


H) + 
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A- 
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C- 
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MS 


m/z 
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(M 


+ 


H) + 


11- 
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A- 


67; 


c- 


10; 


MS 


m/z 
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(M 


+ 


H) + 


11- 


72; 


A- 


67; 


c- 


11; 


MS 


m/z 


474 


(M 




H) + 


11- 


73; 


A- 


67; 


c- 


12; 


MS 


m/z 


480 


(M 




H) + 


11- 


74; 


A- 


68; 


C- 


01; 


MS 


m/ z 


368 


(M 


+ 


H) + 
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(M 
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+ 
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C- 
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\ LYl 


4- 
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11- 

XX 
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t\ 
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\ LYl 


_L 

r 
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XX 


1 P • 
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MC 
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^ LYl 
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A — 
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DO , 
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MC 
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4 n £ 
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\ LYl 
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Mo 
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V LYl 
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£P • 
DO, 
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MC 
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ll 
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MC 
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^ LYl 
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11 


P "3 • 
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A— 


£P • 
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MC 
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( LYl 


1 

■T 
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11 


P A • 
0 4, 
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£P • 
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T T • 
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MC 


m/ z 


/i /i /l 
4 4 4 


\ LYl 
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T 
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n ; 


11 — 
11 


P R • 


A _ 


£P • 
DO , 




T 9 • 
1 Z , 


MC 


m/ z 


4 DU 


\ LYl 


_i_ 
T 


u \ + 


11- 
11 


Q £ . 
OD, 


A — 


£ Q . 




n t • 

U 1 , 


MC 


m/ z 


jyo 


^ LYl 


i 


n\ + 

n) 


Ti- 
ll" 


P 1 ■ 

Of, 


A — 
ri 


Or?, 




U Z , 


MC 


m/ z 


/TO 
4 1 U 


[ LYl 


_i_ 


hi J 


11 — 
11 


P P • 
do, 


A _ 
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U j, 


MC 


m/ z 


A 9 9 
4 Z Z 


/ M 
\ LYl 


i 

T 




11 — 
11 


PQ. 


A _ 
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MC 


m/ z 


/I 9 £ 
4 Z D 


\ LYl 


■f 


IT \ + 


11- 
11 




A — 


oy, 




n r • 
Uj , 


MC 

LYlo 


m/ z 


/l 9 P 
4 Z 0 
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\ LYl 


i 

T 
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Ti- 
ll 


QT • 


A _ 


C Q . 
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U O , 


MC 

LYlo 


m/ z 


/l ^ ^ 
4 o 0 


V LYl 


_i_ 
T 


u\ + 

n ; 


11- 


92; 


A- 


69; 


c- 


07; 


MS 


m/z 


438 


(M 


+ 


H) + 


11- 


93; 


A- 


69; 


c- 


08; 


MS 


m/z 


454 


(M 


+ 


H) + 


11- 


94; 


A- 


69; 


c- 


09; 


MS 


m/z 


460 


(M 


+ 


H) + 


11- 


95; 


A- 


69; 


c- 


10; 


MS 


m/z 


466 


(M 


+ 


H) + 


11- 


96; 


A- 


69; 


c- 


11; 


MS 


m/z 


474 


(M 




H) + 


11- 


97; 


A- 


69; 


c- 


12; 


MS 


m/z 


480 


(M 


+ 


H) + 



(1) The examples of compounds described in : 
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which are included in Compound (I), are listed below in 
order of compound number, -NR 3 R 4 , -NR 6a R 7a and spectrum data 
thereof . 

12-1; A-05; C-32; MS m/z 478 (M + H) + 
12-2; A-05; C-37; MS m/z 466 (M + H) + 
12-3; A-05; C-38; MS m/z 479 (M + H) + 
12-4; A-05; C-39; MS m/z 452 (M + H) + 
12-5; A-05; C-40; MS m/z 450 (M + H) + 
12-6; A-05; C-41; MS m/z 466 (M + H) + 
12-7; A-05; C-42; MS m/z 450 (M + H) + 
12-8; A-05; C-43; MS m/z 450 (M + H) + 
12-9; A-05; C-44; MS m/z 438 (M + H) + 
12-10; A-05; C-45; MS m/z 450 (M + H) + 
12-11; A-05; C-46; MS m/z 447 (M + H) + 
12-12; A-05; C-47; MS m/z 439 (M + H) + 
12-13; A-14; C-32; MS m/z 512 (M + H) + 
12-14; A-14; C-37; MS m/z 500 (M + H) + 
12-15; A-14; C-38; MS m/z 513 (M + H) + 
12-16; A-14; C-39; MS m/z 486 (M + H) + 
12-17; A-14; C-40; MS m/z 484 (M + H) + 
12-18; A-14; C-41; MS m/z 500 (M + H) + 
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OA. 

-JU; 


A~ 


x / ; 


/-« 

L - 


4 1 ; 


MC 

Mb 


TCI/ Z 


Ron 


/ RA 
(M 




TJ 

« , 


1Z 


O 1 . 


A~ 


x / ; 


c- 


4Z ; 


Mb 


m/ z 


oU4 


/ AA 

(M 


+ 


TT > 

H , 


lz 
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4 4; 


MC 

Mb 


m/ z 


A Q O 

4 y z 


/ M 

( M 


+ 


TT \ 

n , 


1Z 


O /I • 


A- 


-L / ; 


c- 
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A- 
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c- 
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MS 
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m / "7 

ILL/ Z. 




I'M 






MS 


m/z 


453 


(M 


+ 


H) + 


MS 


m/z 


466 


(M 


+ 


H) + 


MS 


m/z 


450 


(M 




H) + 


MS 


m/z 


450 


(M 


+ 


H) + 


MS 


m/ z 


450 


(M 


+ 


H) + 
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12-94; A-45; 
12-95; A-45; 
12-96; A-45; 
12-97; A-46; 
12-98; A-46; 
12-99; A-46; 
12-100; A-46 
12-101; A-46 
12-102; A-46 
12-103; A-46 
12-104; A-46 
12-105; A-46 
12-106; A-46 
12-107; A-46 
12-108; A-46 
12-109; A-47 
12-110; A-47 
12-111; A-47, 
12-112; A-47, 
12-113; A-47, 
12-114; A-47, 
12-115; A-47, 
12-116; A-47, 
12-117; A-47, 
12-118; A-47; 



C-45 
C-46 
C-47 
C-32 

C-37; MS m/z 476 (M + H) + 
C-38 



L- 


- 3 9 ; 


MS 


m/ z 


4 6z 


(M 


+ 


TT \ + 

H) 


/-i 
L- 


/in. 
-4 u ; 


Mb 


m/ z 


4 o(J 


/ IVrt 

(M 


+ 


LI \ + 

H) 


c- 


A 1 

-4 1 














L- 


-4z ; 


Art C 

Mb 


m/ z 


yi r A 

4 ou 


(M 


+ 


H) 




- 4 J 














c- 


A A m 

-4 4; 


MS 


m/z 


A A O 

448 


(M 


+ 


H) 




4 0 














c- 


•46; 


MS 


m/ z 


457 


(M 


+ 


H) + 


c- 


-47; 


MS 


m/z 


449 


(M 


+ 


H) + 


c- 


•32 














c- 


37; 


MS 


m/z 


466 


(M 


+ 


H) + 


c- 


38 














c- 


39; 


MS 


m/z 


452 


(M 


+ 


H) + 


c- 


40; 


MS 


m/z 


450 


(M 


+ 


H) + 


c- 


41; 


MS 


m/z 


466 


(M 


+ 


H) + 


c- 


42; 


MS 


m/z 


450 


(M 


+ 


H) + 


c- 


43 














c- 


44; 


MS 


m/z 


438 


(M 


+ 


H) + 


c- 


45; 


MS 


m/z 


450 


(M 


+ 


H) + 
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1 9 

X Z 




A 


A 7 • 

4 / , 




4 fx - 
4 D f 


1X1 0 


m / *7 
III/ Z 


4 4 7 
4 4/ 




4_ 

r 


H 

n. 


1 9 
XZ 


- 1 9 n • 
— x z u , 


A 


A 7 • 
4 / , 


p _ 


Al • 
4 / f 


MC 

Mo 


in/ z 


4 j y 


i M 


1 

T 


u 
n 


1 9 
1 Z 


X Z X / 




A P • 
ft O / 


/**•_ 


*}9 - 
OZ / 


Mb 


m/ z 


^ ^ 9 

D J Z 


^ M 


1 

T 


0 
rl 


1 9 
XZ 


~XZ Z , 


a — 


4 Q • 
4 0 , 




"37 • 

Off 


Mb 


m/ z 


con 
DZ U 


^ M 


1 

T 


u 
n 


1 9 
1 Z 


_ 1 9 *3 • 


A 


Ho, 


L, 


JO, 


MC 

Mb 


m/ z 


^ ^ *3 

JJO 


^M 


1 
1 


u 
n 


1 9 
1 Z 


— 1 9 /[ • 

-1Z4 ; 


7\ _ 
A 


A Q • 
4 O , 




0 y , 


M C 

Mb 


m/ z 




(, M 


1 

+ 


u 
n 


1 9 
XZ 


-XZ D , 




4 Q • 


r> _ 


/1 n • 

4U, 


MC 


m/ z 


^ n /1 

oil 4 


(, M 


1 

T 


u 
n 


1 9 
1 Z 


1 9 £ • 
-XZ 0 , 


A~ 






/I 1 . 
4 X , 


M C 


m/ z 


con 
oz u 


( M 


1 


u 
n 


1Z 


- x z / ; 


A- 


/JO. 

4 o ; 


r* 

L~ 


4Z ; 


TV A O 

Mb 


m/ z 


OU4 


(M 




T_J 

H 


1Z 


- x z o ; 


A - 


/I Q . 

4 o ; 




/I q , 

4 d ; 


MC 

Mb 


m/ z 


jU 4 


(M 


1 


TT 

n 


JLZ 


- x z y ; 


A~ 


4 o ; 






MC 

Mb 


m/ z 


4 y z 


/ M 

(M 


+ 


rj 

n 


1 0 

1 Z 


- X o U ; 


A~ 


4o; 


L~ 


4 o ; 


MC 

Mb 


m/ z 


c; n a 
OU4 


/ M 

(M 


1 

+ 


LT 

H 


1 0 

1Z 


1 "3 1 . 

- X j X ; 


A~ 


/| Q . 

40; 


r» 

L - 


4 0 ; 


MC 

Mb 


m/ z 




/ M 

(M 




u 
n 


1 0 

X Z 


- x o z ; 


A 






A 1 . 

4 / ; 


1VVT c 

Mb 


m/ z 


4 y 0 


/ Ayr 

VM 


+ 


TJ 

n 


1 9 

XZ 


-loo; 


7\ 

A - 


4 y ; 


/-» 


oZ ; 


MC 

Mb 


m/ z 


cqn 
jjU 


(M 


1 


TJ 

n 


XZ 


- x J 4 ; 


A - 


4 y ; 


L- 


0 / ; 


MC 

Mb 


m/ z 


1 0 
0X0 


/ TVA 
( M 


1 

T 


0 
n 


1 9 
XZ 


loo, 


A 


^ Q . 

4 y r 




^ Q • 
JO, 


MC 

Mb 


m/ z 


c; ^ 1 

OOl 


(M 


1 

+ 


TT 

n 


1 9 
X Z 


_ 1 ^ £ • 


A 


A Q • 

4 y , 


u— 




MC 

Mb 


m/ z 


O U 4 




1 
1 


TT 

n 


1 9 
X Z 


_ 1 "3*7 • 
- X J / , 


A - 


4 Q • 

4 y r 




4 u , 


MC 

Mb 


m/ z 




/ M 

{ M 


1 


TJ 

n 


12 


-138; 


A- 


49; 


c- 


41; 


MS 


m/z 


518 


(M 


+ 


H 


12 


-139; 


A- 


49; 


c- 


42; 


MS 


m/z 


502 


(M 


+ 


H 


12 


-140; 


A- 


49; 


c- 


43; 


MS 


m/z 


502 


(M 


+ 


H 


12 


-141; 


A- 


4 9; 


c- 


44; 


MS 


m/z 


490 


(M 


+ 


H 


12 


-142; 


A- 


4 9; 


c- 


45; 


MS 


m/z 


502 


(M 


+ 


H 


12 


-143; 


A- 


49; 


c- 


46; 


MS 


m/z 


499 


(M 


+ 


H 
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1 0 - 

i z 


. 1 /l A • 
1 ft 4 / 


7\ _ 


. A Q • 

4 y , 


\*~ 


■ 4 / / 


1 o 
1 z - 


• 1 4 o ; 




c. n . 
• b U ; 


L. - 


o 0 - 


1 Z - 


• 1 4 o ; 


A~ 


c a . 
•bu ; 


c- 


'Off 


1 o 

iz- 


i /i n . 
•14 / ; 


A~ 


c a . 
■bu ; 




•bo; 


1 o 

lz- 


1 A Q a 

• 1 4 o ; 


A- 


c n . 
bO ; 


c- 


OA. 


1 O 

I z - 


• 1 4 y ; 


A- 


c n . 

■bU ; 


o 


/l A . 

4 0; 


1 o 

1 z - 


IRA. 

• 1 b 0 ; 


A- 


C A . 

•bU ; 


c- 


41; 


1 o 

1 z - 


"1 C 1 . 

- 1 b 1 ; 


A- 


C A . 

bO ; 


c- 


4z ; 


-i o 

lz- 


ICO. 

lbz ; 


A- 


C A . 

•bO ; 


c- 


A O . 

4 3 ; 


1 z - 


ICQ. 

1 b3 ; 


A- 


C A . 

bO ; 


c- 


4 4; 


1 o 

1 z - 


1 o 4 ; 


A- 


C A . 

bU ; 


c- 


/I c . 

4b; 


1 o 

1 z - 


ICC. 

lob ; 


A- 


C A . 

bO ; 


c- 


a c . 

4 6; 


I z - 


1 C /T . 

1 b 6 ; 


A- 


C A . 

bO ; 


c- 


4 / ; 


1 o 

I z - 


ICO. 

lb / ; 


A- 


CI. 

bl ; 


c- 


3z ; 


1 o 

1 z - 


1 c o . 

lbb ; 


A- 


C 1 . 

bl ; 


c- 


O O . 


-i o 

lz- 


1 C ft . 

lby ; 


A- 


bl ; 


c- 


O O . 

oo ; 


T O 

1 z - 


1 60 ; 


A- 


C "1 . 

bl ; 


c- 


OA. 

39; 


i z - 


1 bl ; 


A- 


CI. 

b l ; 


c- 


/I A . 

4 0; 


I z - 


lbz; 


A- 


CI. 

b l ; 


c- 


41; 


12- 


163; 


A- 


51; 


c- 


42; 


12- 


164; 


A- 


51; 


c- 


43; 


12- 


165; 


A- 


51; 


c- 


44; 


12- 


166; 


A- 


51; 


c- 


45; 


12- 


167; 


A- 


51; 


c- 


46; 


12- 


168; 


A- 


51; 


c- 


47; 



IXIO 


III/ z. 


4 Q1 




T 


£*■ i 


MQ 


m/ z 


cop 
jZo 


^ M 


_i_ 
i 




MQ 
Mo 


m/ z 


DID 


/ M 
\ M 


i 


u \ 

n , 


Mo 


m/ z 


DZ y 


/ M 
\ M 




u y 

n , 


Mo 


m/ z 


RAO 
DUZ 


\ M 


1 




M C 


m/ z 


b o o 


(M 


i 

T 


TT 1 

n , 


LYlo 


m/z 


DID 


/ M 

(M 


i 

-r 


H , 


Mb 


m/ z 


CA A 

jUU 


( M 


i 


u \ 

n , 


Mb 


m/ z 


buu 


/ M 

( M 


i 

+ 


TJ > 

n J 


Mb 


m/ z 


A Q Q 
4 0 O 


{ M 


i 

+ 


TT \ 


M C 

Mo 


in/ z 


C A A 
b 0 0 


[ M 


t 


rj \ 

n j 


MC 

Mo 


m/ z 


/I Q O 

4 y / 


(M 




TJ \ 

n. t 


MC 

Mo 


m/ z 


4 o y 


/ M 

( M 


i 

+ 


TT \ 

n - 


MC 

Mo 


m/ z 


C /I £ 

b4 o 


/ M 

( M 




T_T \ 


M C 

Mo 


m/ z 


C O /I 
D O 4 


( M 


+ 


TJ \ 


MC 

Mo 


m/ z 


b4 / 


(M 


i 


n j 


MC 

Mo 


m/ z 


c O A 

bz u 


/ M 

( M 


i 

T 


u \ 

n i 


MC 

Mo 


m/ z 


CI Q 

bio 


\ M 


+ 


TJ \ 


MC 
Mo 


m/ z 


^ 0 
0 o 4 


\ M 


i 

T 


n J 


MS 


m/z 


518 


(M 


+ 


H) 


MS 


m/z 


518 


(M 




H) 


MS 


m/z 


506 


(M 


+ 


H) 


MS 


m/z 


518 


(M 


+ 


H) 


MS 


m/z 


515 


(M 




H) 


MS 


m/z 


507 


(M 




H) 
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19- 
± Z 


1 £Q • 

J. d y f 


7\ _ 
A 


OZ , 


p_ 


^9 • 
jz , 


19- 
1 Z - 


i i n • 
X / u , 


A 


OZ / 


p _ 


of, 


1 9 


i / 1 ; 


7\ 

A 


c; o . 
O z ; 


r* 


o o ; 


1 0 

l z - 


1 / z ; 


7V 

A~ 


c. o . 
•oz ; 


c- 


jy ; 


1 o 

i z - 


1 / o ; 


A" 


c. o . 
O Z , 




4 U ; 


1 z - 


1 Til , 

1 / 4 ; 


A- 


-oz ; 


L- 


41; 


1 o 

l z - 


1 *7 C . 

1 / d ; 


A- 


co . 

oz ; 


L- 


/i O . 

4z; 


1 o 

1 z - 


i n a . 


A~ 


CO . 

jz; 




A O . 


1 o 

1 z - 


III, 


A- 


CO. 

oz ; 


c- 


4 4; 


1 o 
I z - 


1 / o ; 


A- 


CO. 

oz ; 


c- 


/l c . 

4 o ; 


1 o 

1 z - 


1 / y ; 


A- 


CO. 

oz ; 


c- 


AC* 

4 6; 


1 o 

i z - 


ion. 
1 o U ; 


A- 


c o . 

oz ; 




/IT. 

4 / ; 


Iz - 


1 o 1 ; 




c o . 

oj; 


c- 


o o . 

oz ; 


1 o 

1 z - 


loz ; 


A - 


CO , 

do ; 


c- 


O o . 

o I , 


1 o 

i z - 


loo ; 


7\ 

A- 


CO. 

jj ; 


c- 


O Q . 

OO , 


n o 

1 z - 


1 a 4 ; 


A~ 


c o . 

oo ; 


c- 


O Q . 

o y ; 


1 o 

1 z - 


loo; 


A- 


CO. 

jj; 


c- 


/in. 
4 u ; 


19 — 

l z — 


1 Q C . 

lob, 


A~ 


c. o . 
O o , 


u- 


/ii- 
41/ 


1 9 — 

iz - 


1 o / , 


A- 


JJ, 




/l o . 
4Z , 


12- 


188; 


A- 


53; 


c- 


43; 


12- 


189; 


A- 


53; 


c- 


44; 


12- 


190; 


A- 


53; 


c- 


45; 


12- 


191; 


A- 


53; 


c- 


46; 


12- 


192; 


A- 


53; 


c- 


47; 


(m) 


The 


examples 


of 



MS 


m/ z 


534 

o o ~ 


fM 

\ 1 i 




H) + 


MS 


m/ z 


522 


I'M 




H) + 




m/ z 


JO J 


(M 




H) + 
n ; 


no 


TTi / 7 
III/ £j 


508 

O VJ vJ 


I'M 




n / 




TC\ / 7 
ill/ £i 


506 

O VJ \J 


(M 


+ 






vn / 7 
111 / z. 


5? ? 
o z. z. 


("M 
^ n 


+ 


n / 


MS 


VC\ / 7 
III/ z> 


506 
o vj vj 


^M 


-f- 


m + 


MS 
no 


m / 7 

ILL / Z> 


50 6 
o u u 


^M 
^ n 


4- 


+ 

n I 


MS 

HO 


rr\ / 7 

ill/ Z- 


4 Q4 

*i .7 t 


^M 
\ n 


+ 


n / 


MS 


7TI / *7 
ill/ Z- 


50 6 


f M 
l, n 




+ 

n ; 


MS 


III/ Z. 


50 3 
o u o 


/ M 
\ n 






MS 
no 


TC\ / 7 

ill/ Zl 


4Q5 


^ M 
\ n 


-1- 


n / 


MS 
no 


m / 7 
III/ z. 


51 6 
o ± u 


^M 
V n 


+ 


n ) 


MS 
no 


m / *7 
111/ z. 


504 

O U T 


\ n 


-j- 


n } 


MS 
no 


VC\ / 7 
ILL/ Z 


51 7 


I'M 


-j- 




MS 
no 


TT\ / 7 
III/ Zi 


4Q0 

1 J* \J 


(M 

\ n 


-L. 




MS 
no 


TCi / 7 
ILL/ Z. 


48 R 

TOO 


/M 
\ n 




n / 


MS 
no 


VC\ / 7 
ill/ Zi 


504 

O *3 


^ M 


4- 


H) + 


MS 


m/z 


488 


(M 


+ 


H) + 


MS 


m/z 


488 


(M 


+ 


H) + 


MS 


m/z 


476 


(M 


+ 


H) + 


MS 


m/z 


488 


(M 


+ 


H) + 


MS 


m/z 


485 


(M 


+ 


H) + 


MS 


m/z 


477 


(M 


+ 


H) + 



compounds described 
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which are included in Compound (I), are listed below in 
order of compound number, -NR 3 R 4 , -NR 6a R 7a and spectrum data 



thereof . 












13- 


■1; A-05; C-32; 


MS 


m/z 


478 


(M + 


H) 


13- 


2; A-05; C-37; 


MS 


m/ z 


466 


(M + 


TT \ + 

H) 


13- 


3; A-05; C-38; 


MS 


m/ z 


479 


(M + 


H) 


13- 


•4; A-05; C-39; 


MS 


m/z 


452 


(M + 


H) 


13- 


5; A-05; C-40; 


MS 


m/z 


450 


(M + 


TI \ + 

H) 


X J 


Or r\ \JD, ft ± , 


MS 


m/z 


466 


(M + 


H) 


13- 


7; A-05; C-42; 


MS 


m/ z 


450 


(M + 


H) + 


13- 


8; A-05; C-43; 


MS 


m/ z 


450 


(M + 


H) + 


13- 


9; A-05; C-44; 


MS 


m/z 


438 


(M + 


H) + 


13- 


10; A-05; C-45; 


MS 


m/z 


450 


(M + 


H) + 


13- 


11; A-05; C-46; 


MS 


m/z 


447 


(M + 


H) + 


13- 


12; A-05; C-47; 


MS 


m/z 


439 


(M + 


H) + 


13- 


13; A-14; C-32; 


MS 


m/ z 


512 


(M + 


H) + 


13- 


14; A-14; C-37; 


MS 


m/z 


500 


(M + 


H) + 


13- 


15; A-14; C-38; 


MS 


m/z 


513 


(M + 


H) + 


13- 


16; A-14; C-39; 


MS 


m/z 


486 


(M + 


H) + 


13- 


17; A-14; C-40; 


MS 


m/z 


484 


(M + 


H) + 


13- 


18; A-14; C-41; 


MS 


m/z 


500 


(M + 


H) + 
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13- 


1 9 • 


A- 


1 4 • 


C- 


42 • 




m / y 

111 / £-> 


484 


( M 

\ I J 


+ 


H 


x 3 


9 0 ■ 

Z U / 


A- 


1 4 • 
x " f 


P_ 


4 3 * 




m / 7 
in/ 


1 U 1 


/M 




H 


x 3 


9 1 • 

Z J. f 


A- 

ri 


1 4 • 
x " / 




4 4 * 


L v iO 


m / 7 
ill/ z 


479 


/M 


4. 


u 

n 


X 3 


9 9 • 
z z , 


A- 

ri 


1 4 • 

X " r 




4 R • 


LYlO 


ill/ Z 


4 4 

4 O 4 


/M 

\ LYl 


4. 


u 
n 


1 O 


£ 3 , 


A- 
ri 


1 4 • 


p_ 


4 • 


lYlO 


m/ z 


4 P 1 
4 O X 


/ M 

\ LYl 


_i_ 
1 


n 


X 3 


Z 4 / 


A _ 


1 4 • 
x " r 


P_ 


4 7 • 


MC 
LYJO 


ill/ Z 


4 7^ 

4 / 3 


^ M 
\ L v l 


_f 


u 
n 


X ,3 


9 R • 


A- 

ri 


1 7 • 

X ' r 


p_ 


?9 • 
o z , 


L v iO 


ill/ Z 


S39 


^ M 

^ LYl 


_l- 


u 
n 


X O 


9 £ • 
Z 0 / 


A- 

ri 


1 7 • 




^7 • 

3 / / 


LYlO 


m/ z 


R9 0 
z u 


{ M 
^ L v l 


4. 


u 
n 


1 "3- 

JL O 


9 7 • 
Z / , 


A — 


1 7 ■ 




O 0 / 


LYlo 


m/ z 


JJJ 


^ M 
^ L v l 




n 


X 3 


9 • 


A — 


1 7 • 

X / / 


p_ 




lYio 


m/ z 


DUO 


/ M 
\ LYl 


4. 


n 


1 ^~ 

X O 


9 Q • 

Z _7 / 


A- 

ri 


1 7 • 
X / / 


p_ 


4 n ■ 


MC 
LYlO 


ill/ Z 


S04 


/M 
\ L v l 


4. 


u 
n 


X O 


• 


A - 

ri 


1 7 • 
X / / 


p_ 


4 1 - 

" X / 


MQ 


ill/ Z 


R9 0 


f M 
\ L v l 


1 


u 
n 


1 "3- 
X J 


J 1 / 


A — 

ri 


1 7 • 
X ' / 


P- 


4 9 • 

4 Z / 


MC 


m / z 


RH4 
Jul 


^ M 
\ LYl 




u 
n 


1 3 


^9 • 
O Z , 


A — 

ri 


1 7 • 


p_ 


4 ^ • 

ft O / 


MC 

LYlO 


in/ z 


RH4 
3 U 4 


^ M 
V LYl 


4. 

1 


u 
ri 


X O 


r> o - 


A - 

ri 


1 7 • 
X / / 


p_ 


4 4 • 


MQ 


iq/ z 


4 Q9 
4 _?Z 


( M 
V LYl 


4. 


n 


X 3 


^4 ■ 


A — 
ri 


1 7 • 


p _ 


4 R • 
4 3/ 


MQ 


m/ z 


Rfi 4 


( M 
^ LYl 


4- 


u 
n 


X 3 


^ R • 


A — 

ri 


1 7 • 
X / f 


p_ 


4 £ • 
4 0, 


MQ 


m/ z 


RD 1 


^ M 
\ LYl 


_1_ 
1 


n 


X O 


3 O f 


A- 
ri 


1 7 • 


P- 


4 7 • 
4 / / 


MQ 
LYlO 


ill/ Z 
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The use of Compound (I) of the present invention is not 
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limited to an active ingredient of a medicament but can also 
be used as an active ingredient of other medicaments or as 
an intermediate in the manufacture of other compounds. 
Other applications like these are included in the use of 
Compound (I) as well. Examples of the Compound (I) which 
encompass the present invention include any salt including 
pharmaceutically acceptable salts described above, in 
addition to any hydrate or solvate. Any solvent can be 
used, so long as it forms solvate. Examples of the solvent 
that forms solvate include ethanol, tetrahydrof uran, dioxane 
and the like, although there is no limitation thereto. When 
one or more asymmetric carbon atom exists in the structure 
of Compound (I), pure isomers such as optical isomers and 
diastereoisomers, mixtures of isomers, and racemic mixtures 
are included in the present invention. 

The pharmacological activity of Compound (I) will now 
be described. 

Test Example 1: Insulin secretion promoting activity for 
cultured P-cells 

The established pancreas P-cell, MIN6 cell, reported by 
Miyazaki et al. (Endocrinology, vol.127, p. 126-131, 1990), 
exhibits insulin content and insulin secretion amount by 
stimulation with glucose similar to those of pancreas P~ 
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cells in living bodies, and well preserves characteristics 
of pancreas p-cells in living bodies from a view point that 
it shows increase of insulin secretion in a glucose 
concentration-dependent manner (the above reference, and 
Diabetologia, vol.36, p. 1139-1145, 1993). Further, the 
insulin secretion of the MIN6 cell is prompted in response 
to sulf onylurea-agents such as glibenclamide, which are used 
as a medicament for treatment of diabetes (Cellular 
Signalling, vol.5, p. 777-786, 1993). 

Culture of the MIN6 cells above and insulin secretion 
test utilizing the MIN6 cells were performed according to 
the methods described in Diabetologia, vol.36, p. 1139-1145, 
1993. The effect of a compound on the insulin secretion in 
the presence of 14.5 mmol/L glucose was determined by 
measuring insulin amounts in cell culture supernatants 
collected as follows. MIN6 cells cultured on a 24-well 
plate were washed twice by using 1 mL of Buffer A (119 
mmol/L sodium chloride, 4.74 mmol/L potassium chloride, 2.54 
mmol/L calcium chloride, 1.19 mmol/L magnesium sulfate, 1.19 
mmol/L potassium dihydrogenphosphate, 10 mmol/L 2- [4- (2- 
hydroxyethyl) -1-piperazinyl] ethanesulf onic acid, and 0 . 1% 
bovine serum albumin, pH 7.3) containing 2 mmol/L glucose, 
and then were incubated in 1 mL of Buffer A containing 2 
mmol/L glucose at 37 °C for 45 minutes. After the incubation, 
the culture supernatant was changed to Buffer A (0.9 mL) 
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containing a test compound at various concentrations and 2 
mmol/L glucose, and the cells were further incubated at 37 °C 
for 15 minutes. The MIN6 cells were stimulated with glucose 
by the addition of Buffer A (0.1 mL) containing 127 mmol/L 
glucose to the culture (final glucose concentration: 14.5 
mmol/L) . After the stimulation, the cells were further 
incubated at 37 °C for 45 minutes, and then the culture 
supernatant was collected. 

Separately, the effect of a compound on the insulin 
secretion in the presence of 5 mmol/L glucose was determined 
by measuring insulin amounts in cell culture supernatants 
collected as follows. MIN6 cells cultured on a 24-well 
plate were washed twice by using lmL of Buffer A containing 
5 mmol/L glucose, and then the culture supernatant was 
changed to Buffer A (0.9 mL) containing a test compound at 
various concentrations and 5 mmol/L glucose. Then, the 
cells were incubated at 37°C for 45 minutes (final glucose 
concentration: 5 mmol/L), and the culture supernatant was 
collected . 

After the culture supernatant was diluted with a 
phosphate buffer containing 1% bovine serum albumin, 0.1% 
Tween 20, 0.12% disodium ethylenediaminetetraacetate (EDTA) , 
and 0.1% sodium azide, antibody-reactive insulin secreted in 
the culture supernatant was qualified by enzyme immunoassay 
or radio immunoassay. The insulin level was indicated as 
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the amount of human insulin (ng/mL) . The results are 
indicated as average (avg) of 3 to 4 samples with standard 
error values (se) . 

The results are shown in Table 4. 
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\ ±11 LIlc picbcnC-c 


of 14 


.5 mmol/L of 


Table 4 (1) 


glucose ) 






Compound No. 


Drug 


Insulin secretion 




Concentration 




amount (ng/mL) 




(H mol/L) 


Avg 


se 
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4.8 
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174 
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4.2 


1-484 


1 


173.5 
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(In the presence of 


14.5 mmol/L of 


Table 4 (2) 


glucose ) 






Compound No. 


Drug 


Insulin secretion amount 




Concentration 




(ng/mL) 
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Table 4 (3) 


(In the presence of 


5 mmol/L of glucose) 




Drug 


Insulin secretion 




Concentration 




amount (ng/mL) 




(|i mol/L) 
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10 
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10 
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As shown in Table 4, it was revealed that the compounds 
of the present invention had insulin secretion action. 
Whilst as shown in Table 4, in the presence of glucose at a 
low concentration (5 mmol/L), these compounds did not show 
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marked secretion promoting action even at a 10 times higher 
concentration. Glibenclamide (Pharmacotherapy, vol.5, p. 43, 
1985) and AY-4166 (Yakuri to Rinsho, vol.7, p. 121, 1997), 
used as controls for comparison showed marked secretion 
promoting action even at a low glucose concentration. 

Test Example 2: Hyperglycemia suppressing action after 
glucose loading in normal rats 

Wistar male rats (body weight: about 280 g) were used 
for the experiment after starvation for 24 hours. A test 
compound was orally administered to the rats 30 minutes 
before oral administration of glucose (2 g/kg) . Blood was 
collected from a tail vein before the administration of the 
test compound, and at 30, 60, 120, and 180 minutes after the 
glucose loading. Blood glucose level was measured by using a 
simplified blood sugar level measuring apparatus. 

The results are shown in Table 5. 
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Table 5 


Plasma 


glucose 


Concentration (mg/dl ) 


Compound 


Dose 


n 


0 min 


30 min 60 min 


(mg/kg, po) 






Control 
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6513.0 


135±7.9 14517.8 


7-640 


30 
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68±2.4 


121±5.2* 121±5.9* 
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65±2.3 


11216.3* 10914.9* 


7-1290 
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6912.9 


11216.2* 10715.5* 




Compound Dose 


n 


120 


min 180 min 




(mg/kg, 


po) 






Control 




6 


8 3±2 


.4 7312.5 


7-640 


30 


6 


97+2 


.6 7713.1 


7-1398 


30 


6 


98±3 


.9 7914.1 


7-1290 


30 


6 


93±1 


.5 7913.5 



Significance; *P<0.05 (Student's t-test or Aspin-Welch test) 



Every compound was used in the form of trihydrochloride in 
the experiment. 



As clearly shown in Table 5, the compound of the 
present invention exhibited hyperglycemia suppressing action 
at 30 minutes and 60 minutes after the glucose loading. 
However, the compound exhibited no hypoglycemic action at 
120 minutes and 180 minutes after the glucose loading. 

Compound (I) or a pharmaceutically acceptable salt 
thereof has insulin secretion promoting action in cultured 
P-cells and shows hypoglycemic action in rats, and 
accordingly, Compound (I) or a pharmaceutically acceptable 
salt thereof is useful as an active ingredient of a 
medicament for preventing and/or treating diabetes. Further, 
Compound (I) or a pharmaceutically acceptable salt thereof 
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is also useful as an active ingredient of a medicament for 
preventing and/or treating various complications of diabetes, 
for example, retinopathy, nephropathy, neuropathy or the 
like. As the active ingredient of these medicaments, one or 
more compounds selected from the group consisting of 
Compound (I) and pharmaceutically acceptable salts thereof, 
as well as hydrates thereof and solvates thereof can be used. 
Although the aforementioned substances, per se, can also be 
administered, it is generally desirable to provide the 
medicament in a form of a pharmaceutical composition 
comprising the aforementioned substance as the active 
ingredient and one or more additives for pharmaceutical 
preparations. These medicaments can be administered to 
humans and mammals other than humans. 

The form of the pharmaceutical composition is not 
particularly limited and an appropriate form most suitable 
for a purpose of therapeutic or preventive treatment can be 
selected from forms of pharmaceutical preparations for oral 
or parenteral administration. Examples of pharmaceutical 
preparations suitable for oral administration include, for 
example, tablets and the like. Examples of pharmaceutical 
preparations suitable for parenteral administration include, 
for example, injections and the like. However, the 
preparations are not limited to these examples. 

For the preparation of solid preparations such as 
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tablets, excipients such as lactose, mannitol and the like, 
disintegrating agents such as starch and the like, 
lubricants such as magnesium stearate and the like, binders 
such as hydroxypropylcellulose and the like, surface active 
agents such as fatty acid esters and the like, and 
plasticizers such as glycerin and the like may be used. 

Pharmaceutical preparations for injection, which are 
suitable for parenteral administration, contain the 
aforementioned substance as the active ingredient preferably 
in a sterilized aqueous medium isotonic with blood of a 
recipient in a dissolved or suspended state. For example, 
as for injections, a solution can be prepared by using an 
aqueous medium consisting of saline, a glucose solution, a 
mixture of saline and a glucose solution, and the like. To 
these pharmaceutical preparations for parenteral 
administration, one or more auxiliary ingredients selected 
from glycols, oils, flavors, .preservatives, excipients, 
disintegrating agents, lubricants, binders, surface active 
agents, plasticizers, and the like may also be added. 

Dose and frequency of administration of Compound (I) 
may preferably be increased or decreased depending on 
various factors such as type and severity of diseases, 
dosage form, conditions of a patient such as age and body 
weight, and presence or absence of complications. In 
general, Compound (I) may preferably be administered in an 
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amount of 1 to 1,000 mg/kg per day for an adult dividedly 
as 3 or 4 times of administrations. 

Best Mode for Carrying Out the Invention 

The present invention will be more specifically 
explained with reference to the following Examples. However, 
the scope of the present invention is not limited to the 
following Examples. Compound numbers in the following 
Examples correspond to the aforementioned compound numbers 
defined in (a) to (m) as preferable compounds. 

Physicochemical data of each compound in following 
Examples and Reference Examples were measured by following 
apparatuses : 

X H-NMR: JEOL JNM-EX270 (270 MHz) or JEOL JNM-GX270 (270 MHz) 
MS: Micromass LCT or Micromass Quatro (measured by an APCI 
method or an ESI method) 

Example 1 

Compounds shown in above (a) to (e) were synthesized as 
follows : 

Step 1: Synthesis of Compound (VIII) 

To a mixture of Compound (VI) (0.5 mL, 0.1 mol/L 
chloroform suspension, 0.05 mmol) obtained in Reference 
Examples 6 to 9 and 1-hydroxybenzotriazole (0.2 mL, 0.25 
mol/L solution in chloroform : tetrahydrofuran = 3:1 mixture, 
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0.05 mmol) was added primary or secondary amine [Compound 
(VII)] (0.065 mL, 1 mol/L chloroform solution, 0.065 mmol) 
corresponding to R 3 R 4 N moiety. Polymer-bound N-ethyl-N ! - [ 3- 
(dimethylamino) propyl] carbodiimide (70 mg, 0.1 mmol) was 
then added and the mixture was stirred at 55 °C overnight. 
The resulting reaction solution was filtered and then 
concentrated. Before filtering the solution, if necessary, 
methanol or tetrahydrof uran was added to dissolve the 
precipitates. To the resulting residue, ethanol (0.6 mL) 
and Bio-Rad AG1-X8 OH-form resin (90 mg, 0.18 mmol) were 
added and the mixture was stirred at 70 °C for 2 hours. 
Resin obtained by removing the solution was washed with 
methanol (0.3 ml x 3) . The resulting resin was then 
suspended in a chlorof orm-methanol mixture (1:1, 0.5 mL) , 
followed with addition of 4 mol/L solution of hydrogen 
chloride in ethyl acetate (0.1 mL) and stirred at room 
temperature for 2 hours. The resulting reaction solution 
was filtered and concentrated. The resulting residue was 
dissolved in chloroform (0.5 mL) , and to the mixture was 
added 4-polyvinylpyridine (23 mg, 0.22 mmol) or Bio-Rad AG1- 
X8 OH" form resin (90 mg, 0.18 mmol) and was stirred at room 
temperature overnight. The reaction solution was filtered 
and concentrated to obtain Compound (VIII) . 
Step 2: Synthesis of Compound (I-A) 

Compound (VIII) obtained in Step 1 was dissolved in 
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tetrahydrof uran (0.2 mL) . To the solution were added 
triphenylphosphine (0.08 mL, 1 mol/L tetrahydrof uran 
solution, 0.08 mmol) and alcohol [Compound (IX)] (0.08 mL, 1 
mol/L tetrahydrof uran solution, 0.08 mmol) corresponding to 
R 5 moiety, then diethyl azodicarboxylate (0.08 mL, 1 mol/L 
tetrahydrof uran solution, 0.08 mmol) was added and the 
mixture was stirred at room temperature overnight. The 
resulting reaction solution was passed through a Bondesil 
SCX column (Varian Inc.) and then eluted impurities with a 
chlorof orm-methanol mixture (50% v/v, 2.2 mL) . Further, the 
target compound was eluted by 2 mol/L ammonia-methanol 
solution (1.6 mL) and the resulting solution was 
concentrated to obtain Compound (I-A) with yield of 30 to 
40% in total. 

The resulting compounds were identified by mass 
spectrometry. The structures and analytical results of each 
compound are the same as aforementioned (a) to (e) . 

The proton nuclear magnetic resonance spectra of 
typical compounds are shown below: 
Compound 1-447 

1 H-NMR (CDC1 3 ) 5 (ppm) (main peaks): 0.94 (t, J= 7.4 Hz, 3H) , 
1.6-1.8 (m, 2H), 2.5-3.1 (m, 4H) , 3.5-3.7 (m, 6H) , 4.4-4.6 
(m, 1H) , 7.1-7.3 (m, 10H) . 
Compound 1-1259 

1 H-NMR (CDCI3) 5 (ppm): 0.95 (d, J= 6.1 Hz, 3H) , 1.5-1.7 (m, 
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5H), 2.8-2.95 (m, 2H) , 3.25-3.35 (m, 2H) , 3.7-3.85 (m, 2H) , 
3.85-4.0 (m, 2H) , 5.1-5.25 (m, 1H) , 5.25-5.45 (m, 2H) , 7.2- 

7.4 (m, 9H), 7.4-7.5 (br d, 1H) . 
Compound 1-1279 

1 H-NMR (CDC1 3 ) 6 (ppm) : 0.96 (d, J= 6.3 Hz, 3H) , 1.5-1.75 (m, 
8H) , 1.68 (s, 3H), 1.75 (s, 3H) , 2.1-2.2 (br s, 4H) , 3.1- 
3.25 (m, 2H), 3.4-3.55 (m, 2H) , 4.0-4.2 (m, 3H) , 4.4-4.5 (m, 
2H), 4.8-4.95 (m, 1H) , 4.95-5.1 (m, 1H) , 5.1-5.2 (m, 1H) , 
7.2-7.4 (m, 5H) , 7.78 (s, 1H) . 
Compound 2-1 

i-H-NMR (CDC1 3 ) 8 (ppm): 0.93 (d, J= 6.6 Hz, 3H) , 0.94 (d, J 
= 6.6 Hz, 6H) , 1.1-1.25 (m, 1H) , 1.25-1.4 (m, 1H) , 1.4-1.5 
(m, 4H), 1.5-1.7 (m, 2H) , 1.60 (s, 3H) , 1.67 (s, 3H) , 1.9- 

2.05 (m, 2H), 2.82 (dd, J= 7.1, 13.7 Hz, 1H) , 3.02 (dd, J= 
6.7, 13.7 Hz, 1H), 3.25-3.55 (m, 2H) , 3.6-3.8 (m, 3H) , 3.90 
(t, J= 10.8 Hz, 1H), 4.45-4.6 (m, 1H) , 5.0-5.1 (m, 1H) , 
7.15-7.35 (m, 5H) , 8.0 (br d, 1H) , 9.20 (br s, 1H) ; 
Compound 2-41 

1 H-NMR (CDCI3) 8 (ppm): 0.3-0.4 (m, 2H) , 0.55-0.65 (m, 2H) , 
1.05-1.2 (m, 1H) , 1.45-1.7 (m, 10H) , 1.8-2.0 (m, 2H) , 2.85 
(dd, J = 6.6, 13.6 Hz, 1H) , 2.98 (dd, J= 7.1, 13.6 Hz, 1H) , 
3.5-3.7 (m, 3H), 3.85-4.0 (m, 1H) , 4.0-4.15 (m, 1H) , 4.45- 

4.6 (m, 1H) , 7.15-7.35 (m, 5H) , 7.98 (s, 1H) , 9.2-9.35 (m, 
1H) . 

Compound 2-42 
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X H-NMR (CDCI3) 5 (ppm) : 1.45-1.65 (m, 10H) , 1.75 (s, 6H) , 
1.8-2.0 (m, 2H) , 2.84 (dd, J = 6.6, 13.5 Hz, 1H) , 2.96 (dd, 
J= 6.6, 13.5 Hz, 1H) , 3.55-3.7 (m, 1H) , 3.85-3.95 (m, 1H) , 
4.0-4.15 (m, 1H) , 4.28 (d, J= 7.3 Hz, 2H) , 4.45-4.6 (m, 1H) , 
5.15-5.25 (m, 1H) , 7.2-7.35 (m, 5H) , 7.88 (s, 1H) , 9.26 (br 
d, J = 7.3 Hz , 1H) . 
Compound 2-45 

1 H-NMR (CDCI3) 5 (ppm): 1.35-1.7 (m, 10H) , 1.75-2.0 (m, 4H) , 

2.5- 2.65 (m, 1H) , 2.80 (dd, J= 6.6, 13.5 Hz, 1H) , 2.91 (dd, 
J = 7.1, 13.5 Hz, 1H) , 3.46 (dd, J= 5.3, 8.9 Hz, 1H) , 3.55- 
3.75 (m, 5H), 3.8-3.9 (m, 2H) , 3.95-4.05 (m, 1H) , 4.4-4.55 
(m, 1H), 7.1-7.3 (m, 5H) , 7.85 (br d, 1H) , 9.19 (d, J= 7.9 
Hz, 1H) . 

Compound 3-91 

1 H-NMR (CDCI3) 8 (ppm): 0.96 (d, J= 6.8 Hz, 3H) , 1.02 (d, J 
= 6.8 Hz, 3H) , 1.2-1.4 (m, 2H) , 2.0-2.15 (m, 10H) , 2.15-2.35 
(m, 2H), 2.35-2.5 (m, 2H) , 2.5-2.6 (m, 4H) , 3.5-3.7 (m, 3H) , 
3.8-4.2 (m, 3H), 4.55-4.65 (m, 2H) , 7.86 (s, 1H) , 9.41 (s, 
1H) . 

Compound 3-193 

1 H-NMR (CDCI3) 5 (ppm): 0.8-1.0 (m, 8H) , 1.1-1.35 (m, 4H) , 

1.6- 1.8 (m, 8H), 1.8-2.0 (m, 1H) , 2.55-2.7 (m, 1H) , 2.8-3.1 
(m, 2H) , 3.45-3.7 (m, 2H) , 3.8-4.0 (m, 1H) , 5.45-5.6 (m, 1H) , 
7.2-7.4 (m, 4H), 7.9-8.0 (m, 1H) , 9.7-9.8 (m, 1H) . 
Compound 3-194 
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iH-NMR (CDCI3) 5 (ppm) : 0.8-0.95 (m, 6H) , 1.2-1.45 (m, 3H) , 
1.65-1.8 (m, 4H), 2.0-2.15 (m, 4H) , 2.55-2.7 (m, 1H) , 2.8- 
3.1 (m, 2H) , 3.5-3.75 (m, 2H) , 3.8-4.0 (m, 1H) , 5.45-5.6 (m, 
1H), 5.6-5.75 (m, 2H) , 7.2-7.4 (m, 4H) , 7.9-8.0 (m, 1H) , 
9.7-9.8 (m, 1H) . 
Example 2 

Compounds shown in above (f) to (k) were synthesized by 
the method described below: 
Step 1: Synthesis of Compound (XI) 

To a mixture of Compound (X) (0.5 mL, 0.1 mol/L 
solution in chloroform : tetrahydrof uran = 2:1 mixture, 0.05 
mmol) obtained in Reference Examples 1 to 5 and 1- 
hydroxybenzotriazole (0.2 mL, 0.25 mol/L solution in 
chloroform : tetrahydrof uran = 2:1 mixture, 0.05 mmol) was 
added primary or secondary amine [Compound (VII)] (0.065 mL, 
1 mol/L chloroform solution, 0.065 mmol) corresponding to 
R 3 R 4 N moiety. Polymer-bound N-ethyl-N' - [3- 
(dimethylamino) propyl] carbodiimide (70 mg, 0.1 mmol) was 
then added and the mixture was stirred at room temperature 
for 24 hours. The resulting reaction solution was filtered 
and then concentrated. Before filtering the solution, if 
necessary, methanol was added to dissolve the precipitates. 
The resulting residue was dissolved in chloroform (0.6 mL) , 
and then 4-polyvinylpyridine (23 mg, 0.22 mmol) and polymer- 
bound benzoyl chloride (23 mg, 0.05 mmol) were added. The 
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mixture was stirred at room temperature overnight. The 
reaction solution was filtered and concentrated to obtain 
Compound (XI ) . 

Step 2: Synthesis of Compound (XII) 

Compound (XI) obtained in Step 1 was dissolved in 
chloroform (0.2 mL) , and to the solution was added thionyl 
chloride (0.1 mL, 1 mol/L chloroform solution, 0.1 mmol) . 
The solution was hermetically sealed and stirred at 60 °C for 
6 hours. To the resulting residue obtained by concentrating 
the reaction solution were added chloroform (0.6 mL) and 4- 
polyvinylpyridine (23 mg, 0.22 mmol) and the mixture was 
stirred at 65°C overnight. The resulting reaction solution 
was filtered and concentrated to obtain Compound (XII) . 
Step 3: Synthesis of Compound (I-B) 

Compound (XII) obtained in Step 2 was dissolved in 
tetrahydrofuran (0.2 mL) and to the solution was added 
primary or secondary amine [Compound (XIII)] (0.06 mL, 1 
mol/L chloroform solution, 0.06 mmol) corresponding to R 6 R 7 N 
moiety and the mixture was stirred at a temperature between 
70°C to 75°C for 3 days. Further, to the solution were 
added, chloroform (0.4 mL) , 4-polyvinylpyridine (23 mg, 0.22 
mmol) and polymer-bound benzoyl chloride (23 mg, 0.05 mmol), 
and the mixture was stirred at room temperature overnight. 
If a precipitate was observed, methanol was added to the 
solution to completely dissolve the precipitate and then the 
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reaction solution was filtered and concentrated to obtain 
Compound (I-B) with yield of 50 to 60% in total. 

The resulting compounds were identified by mass 
spectrometry. The structures and analytical results of each 
compound are the same as aforementioned (f ) to (k) . 

The proton nuclear magnetic resonance spectra of 
typical compounds are shown below: 
Compound 7-31 

iH-NMR (CDCI3) 5 (ppm) : 0.89 (t, J= 6.6 Hz, 3H) , 1.2-1.4 (m, 
7H) , 1.45-1.7 (m, 4H) , 1.75-1.95 (m, .2H) , 1.95-2.3 (m, 6H) , 
2.8-3.4 (m, 5H), 3.45-3.75 (m, 4H) , 4.55-4.7 (m, 2H) , 4.85- 
5.0 (m, 1H) , 7.15-7.4 (m, 5H) , 8.60 (br s, 1H) , 8.92 (br s, 
1H) , 9.29 (br s, 1H) . 
Compound 7-251 

iH-NMR (CDCI3) 8 (ppm): 0.92 (d, J= 6.2 Hz, 6H) , 1.2-1.3 (m, 
3H), 1.3-1.7 (m, 5H), 1.75-1.95 (m, 2H) , 1.95-2.3 (m, 6H) , 
2.8-3.4 (m, 5H), 3.45-3.75 (m, 4H) , 4.55-4.7 (m, 2H) , 4.8- 
5.0 (m, 1H) , 7.15-7.4 (m, 5H) , 8.58 (br s, 1H) , 8.92 (br s, 
1H) , 9.29 (br s, 1H) . 
Compound 7-258 

1 H-NMR (CDCI3) 5 (ppm): 1.2-1.3 (m, 3H) , 1.3-1.4 (m, 1H) , 
1.45-1.55 (m, 2H), 1.7-1.9 (m, 4H) , 1.9-2.1 (m, 1H) , 2.1-2.3 
(m, 2H), 2.9-3.2 (m, 5H) , 3.4-3.75 (m, 4H) , 4.4-4.5 (m, 2H) , 
4.5-4.7 (m, 2H) , 4.8-5.0 (m, 1H) , 7.15-7.35 (m, 8H) , 7.41 (s, 
1H) , 8.87 (br s, 1H) , 9.39 (br s, 1H) , 9.55 (br s, 1H) . 
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Compound 7-713 

*H-NMR (CDCI3) 5 (ppm) : 1.2-1.3 (m, 3H) , 1.3-1.4 (m, 1H) , 
1.45-1.55 (m, 2H), 1.65-2.05 (m, 6H) , 2.05-2.3 (m, 4H) , 
2.45-2.6 (m, 1H) , 2.8-3.25 (m, 3H) , 3.5-3.75 (m, 4H) , 4.5- 

4.7 (m, 2H) , 4.8-5.0 (m, 1H) , 5.45-5.6 (m, 1H) , 7.1-7.4 (m, 
9H), 8.0-8.2 (m, 1H) , 8.85 (br s, 1H) , 9.0-9.2 (m, 1H) . 
Compound 7-785 

!H-NMR (CDCI3) 5 (ppm): 1.2-1.3 (m, 3H) , 1.3-1.4 (m, 1H) , 
1.45-1.55 (m, 2H), 1.7-1.9 (m, 4H) , 1.9-2.1 (m, 1H) , 2.1-2.3 
(m, 2H), 2.9-3.2 (m, 3H) , 3.5-3.75 (m, 4H) , 4.5-4.7 (m, 4H) , 
4.85-5.0 (m, 1H) , 6.8-6.9 (m, 2H) , 7.15-7.35 (m, 6H) , 8.45- 
8.6 (m, 1H) , 8.80 (s, 1H) , 9.10 (br s, 1H) . 
Compound 7-892 

!H-NMR (CDCI3) 8 (ppm): 1.2-1.45 (m, 6H) , 1.65-1.85 (m, 2H) , 
2.15-2.35 (m, 2H) , 2.9-3.2 (m, 4H) , 3.25-3.45 (m, 1H) , 3.6- 

3.8 (m, 3H) , 4.55-4.75 (m, 4H) , 4.85-5.0 (m, 1H) , 7.15-7.35 
(m, 6H), 7.45-7.6 (m, 2H) , 7.63 (d, J= 7.6 Hz, 1H) , 8.75- 

8.9 (m, 2H) , 9.22 (br s, 1H) . 
Compound 7-893 

!H-NMR (CDCI3) 5 (ppm): 1.2-1.3 (m, 3H) , 1.3-1.4 (m, 1H) , 
1.5-1.6 (m, 2H), 1.7-1.9 (m, 4H) , 1.95-2.1 (m, 1H) , 2.15- 
2.35 (m, 2H), 2.9-3.25 (m, 3H) , 3.5-3.8 (m, 4H) , 4.55-4.75 
(m, 4H), 4.8-5.0 (m, 1H) , 7.15-7.35 (m, 6H) , 7.4-7.55 (m, 
2H), 7.62 (d, J= 7.6 Hz, 1H) , 8.82 (br s, 1H) , 8.95-9.1 (m, 
1H) , 9.27 (br s, 1H) . 
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Compound 7-1454 

1 H-NMR (CDCI3) 5 (ppm) : 2.8-2.9 (m, 1H) , 2.94 (t, J= 6.3 Hz, 
2H), 3.15-3.25 (m, 1H) , 3.55-3.65 (m, 2H) , 3.65-3.9 (m, 2H) , 
3.89 (s, 3H), 4.55-4.65 (m, 1H) , 4.75-4.85 (m, 2H) , 6.28 (br 
s, 1H) , 6.34 (br s, 1H) , 6.9-7.0 (m, 3H) , 7.15-7.35 (m, 7H) , 
8.33 (s, 1H) , 8.68 (br s, 1H) . 
Compound 11-60 

iH-NMR (CDCI3) 5 (ppm): 0.8-0.95 (m, 6H) , 2.3-2.4 (m, 1H) , 
2.33 (s, 3H), 2.85-2.95 (m, 4H) , 3.5-3.75 (m, 6H) , 3.95-4.1 
(m, 1H), 6.8-7.3 (m, 8H) , 8.85 (s, 1H) . 
Compound 11-70 

iH-NMR (CDCI3) 5 (ppm): 0.8-1.0 (m, 6H) , 2.3-2.4 (m, 1H) , 
2.37 (s, 3H) , 2.90 (t, J= 6.9 Hz, 2H) , 3.5-3.85 (m, 4H) , 
3.82 (s, 3H), 4.0-4.15 (m, 1H) , 4.66 (s, 2H) , 6.8-6.9 (m, 
2H), 7.15-7.35 (m, 6H) , 8.31 (s, 1H) . 
Example 3 

Compounds shown in above (1) and (m) were synthesized 
by the method described below: 
Step 1: Synthesis of Compound (XVI) 

To compound (XV) (0.1 mol/L chloroform solution, 0.50 
mL, 0.050 mmol) obtained in Reference Example 10 or 11 were 
added, Compound (VII) (1 mmol/L chloroform solution, 0.065 
mL, 0.065 mmol) represented by R 3 R 4 NH, 1-hydroxybenzotriazole 
(0.20 mL, 0.25 mol/L solution in chloroform : 

tetrahydrof uran = 3:1 mixture, 0.050 mmol) and polymer-bound 
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N-ethyl-AT - [3- (dimethylamino) propyl] carbodiimide (70 mg, 0.1 
mmol), and the mixture was stirred at a temperature between 
50°C and 55°C for 20 hours. The resin in the reaction 
mixture was separated by filtration and after resulting 
resin was washed with chloroform (1.8 mL) , organic layers 
were all collected together, and the solvent was then 
evaporated. The residue was dissolved in chloroform (0.60 
mL) , and then polyvinylpyridine (23 mg, 0.22 mmol) and 
polymer-bound benzoyl chloride (23 mg, 0.05 mmol) were added. 
The mixture was stirred at room temperature for one day. 
The resin in the reaction mixture was separated by 
filtration and the resulting resin was washed with a 
chlorof orm-methanol mixture (3:1, 1.8 mL) . Organic layers 
were all collected together, and the solvent was then 
evaporated to obtain Compound (XVI) . 
Step 2: Synthesis of Compound (XVII) 

Total amount of compound (XVI) obtained in step 1 was 
dissolved in chloroform (0.50 mL) , and to the solution was 
added thionyl chloride (0.005 mL) . The solution was stirred 
at room temperature overnight. After confirming the 
completion of reaction by thin layer chromatography, the 
solvent was evaporated to obtain Compound (XVII) . 
Step 3: Synthesis of Compound (I-C) 

Total amount of compound (XVII) obtained in Step 2 was 
dissolved in chloroform (0.50 mL) , and to the solution were 
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added (cyanomethylene) triphenylphosphorane (1 mmol/L toluene 
solution, 0.10 mL, 0.10 mmol) and Compound (Xllla) (1 mol/L 
chloroform solution, 0.10 mL, 0.10 mmol) represented by 
R 6a R 7a NH. The mixture was stirred at 50°C overnight. After 
confirming the completion of reaction by thin layer 
chromatography, the solvent was evaporated. The residue was 
dissolved in chloroform (0.70 mL) , and to the solution were 
added polyvinylpyridine (23 mg, 0.22 mmol) and polymer-bound 
benzoyl chloride (23 mg, 0.05 mmol). The solution was 
hermetically sealed and stirred at room temperature for one 
day. The resin in the reaction mixture was separated by 
filtration and after resulting resin was washed with a 
chlorof orm-methanol mixture (3:1, 1.8 mL) , organic layers 
were all collected together, and the solvent was then 
evaporated to obtain Compound (I-C) . 

The resulting compounds were identified by mass 
spectrometry. The structures and analytical results of each 
compound are the same as aforementioned (1) and (m) . 
Reference Example 1 

( S) -4- ( l-hydroxymethyl-2-phenylethylamino) -2- 
methylthiopyrimidine-5-carboxylic acid 

To a solution of ethyl 4-chloro-2-methylthiopyrimidine- 
5-carboxylate (25.0 g, 107 mmol) in tetrahydrof uran (100 mL) 
was added triethylamine (29.9 mL, 215 mmol) under ice- 
cooling, then a solution of (S) - (-) -2-amino-3-phenyl-l- 
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propanol (16. 6g, 110 mmol) in tetrahydrof uran (150 mL) was 
added. The reaction solution was stirred at room 
temperature overnight. Ethyl ester of the titled compound 
(37.8 g, quantitative yield) was obtained by adding the 
reaction solution to water (1,000 mL) , stirring the solution 
to collect deposited salt by filtration and drying under 
reduced pressure. 

The resulting ethyl ester (30.0 g, 86.4 mmol) was 
dissolved in a mixed solvent of ethanol (300 mL) and 
tetrahydrof uran (150 mL) , then aqueous sodium hydroxide 
solution (2 mol/L, 100 mL) was added and stirred at room 
temperature for 2 hours. The residue obtained by 
evaporating the solvent under reduced pressure was dissolved 
in water and was adjusted to pH 5 with 2 mol/L hydrochloric 
acid. The deposited crystals were collected by filtration 
and dried under reduced pressure to obtain the titled 
compound (27.9 g, quantitative yield). 

iH-NMR (DMSO-d 6 ) 5 (ppm) : 2.49 (s, 3H) , 2.85-2.95 (m, 2H) , 

3.45-3.55 (m, 2H) , 4.4-4.55 (m, 1H) , 4.85-5.05 (m, 1H) , 7.1- 

7.3 (m, 5H) , 8.49 (s, 1H) , 8.64 (d, J = 8.3 Hz, 1H) . 

IR (KBr tablet) : 1658, 1583, 1495, 1373, 1284, 1271, 1176 

cm" 1 

Melting point (H 2 0) : 162-164°C 
APCI-MS m/z 320 ([M+H] + ). 

Elemental analysis Calcd. for C 15 H 17 N 3 0 3 S 0.5 H 2 0: C, 54.86; H, 
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5.52; N, 12.80. Found: C, 54.89; H, 5.44; N, 12.73. 

The other enantiomer [(#)-form] of this compound was 
synthesized by using the corresponding amine [(fl)-form] in 
the same manner. The analytical data of (fl)-form of title 
compound was completely identical to those of (S)-form. 

In Reference Examples 2 to 5, target compounds were 
obtained in substantially the same manner as Reference 
Example 1 by using corresponding amines instead of (S)-(-)- 
2-amino-3-phenyl-l-propanol . 
Reference Example 2 

(s) -4- (2-cyclohexyl-l-hydroxymethylethylamino) -2- 
methylthiopyrimidine-5-carboxylic acid 

1 H-NMR (DMS0-d 6 ) 5 (ppm) : 0.8-1.05 (m, 2H) , 1.05-1.35 (m, 4H) , 

1.35-1.55 (m, 2H), 1.55-1.75 (m, 4H) , 1.75-1.9 (m, 1H) , 2.46 

(s, 3H) , 3.45-3.65 (m, 2H) , 4.3-4.5 (m, 1H) , 4.7-4.9 (m, 1H) , 

8.44 (d, J= 8.2 Hz, 1H) , 8.50 (s, 1H) . 

IR (KBr tablet): 1683, 1581, 1383, 1172 cm" 1 

Melting point (H 2 0) : 170-173°C 

APCI-MS m/z 326 ([M+H] + ). 

Elemental analysis Calcd. for C 15 H 23 N30 3 S 0.3 H 2 0: C, 54.46; H, 
7.19; N, 12.70. Found: C, 54.55; H, 6.99; N, 12.64. 
Reference Example 3 

4- [ l-hydroxymethyl-2- (4-methoxyphenyl) ethylamino] -2- 
methylthiopyrimidine-5-carboxylic acid 

1 H-NMR (DMSO-d 6 ) 5 (ppm): 2.48 (s, 3H) , 2.75-2.85 (m, 2H) , 
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3.4-3.5 (m, 2H), 3.71 (s, 3H) , 4.3-4.45 (m, 1H) , 5.02 (br s, 
1H) , 6.83 (d, J= 8.6 Hz, 2H) , 7.15 (d, J= 8.6 Hz, 2H) , 
8.49 (s, 1H) , 8.59 (d, J= 8.2 Hz, 1H) . 

IR (KBr tablet) : 1606, 1576, 1512, 1379, 1248, 1198 cm" 1 
Melting point (H 2 0-CH 3 OH) : 165-167°C 
APCI-MS m/z 350 ([M+H] + ). 

Elemental analysis Calcd. for C 16 H 19 N 3 0 4 S 2.4 H 2 0: C, 48.94; H, 
6.11; N, 10.70. Found: C, 48.88; H, 5.61; N, 10.70. 
Reference Example 4 

4- (2-hydroxy-l, 1-dimethylethylamino) -2-methylthiopyrimidine- 

5- carboxylic acid 

X H-NMR (DMSO-d 6 ) 8 (ppm) : 1.44 (s, 6H) , 2.50 (s, 3H) , 3.62 (s, 

2H), 4.88 (br s, 1H) , 8.51 (s, 1H) , 8.70 (s, 1H) . 

IR (KBr tablet) : 1653, 1628, 1596, 1576, 1296, 1173 cm- 1 

Melting point (H 2 0) : 227-229°C 

APCI-MS m/z 258 ([M+H] + ). 

Elemental analysis Calcd. for C 10 H 15 N 3 O 3 S 0.5 H 2 0: C, 45.10; H, 
6.06; N, 15.78. Found: C, 45.08; H, 5.85; N, 15.58. 
Reference Example 5 

(R) -4- ( l-hydroxymethyl-2-methylpropylamino) -2- 
methylthiopyrimidine-5-carboxylic acid 

X H-NMR (CDC1 3 ) 8 (ppm): 0.85-1.05 (m, 6H) , 1.9-2.1 (m, 1H) , 
2.54 (s, 3H), 3.7-3.8 (m, 1H) , 3.9-4.0 (m, 1H) , 4.05-4.2 (m, 
1H), 8.78 (br s, 1H) , 9.28 (br s, 1H) . 

IR (KBr tablet): 1693, 1604, 1597, 1390, 1281, 1174 cm" 1 
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Melting point (CH 3 OH) : 123-125°C 
APCI-MS m/z 272 ([M+H] + ). 

Elemental analysis Calcd. for C 11 H 17 N 3 0 3 S 2.3 H 2 0: C, 42.24; H, 
6.96; N, 13.43. Found: C, 42.10; H, 5.74; N, 13.27. 
Reference Example 6 

(S) -2-benzyl-5-oxo-2 , 3, 5, 6-tetrahydroimidazo [1, 2- 
c] pyrimidine-8-carboxylic acid 

To a solution of ethyl ester of ( S) -4- ( 1-hydroxymethyl- 
2-phenylethylamino) -2-methylthiopyrimidine-5-carboxylic acid 
(27.4 g, 79.0 mmol) , obtained in the initial stage of 
Reference Example 1, in chloroform (270 mL) was added 
thionyl chloride (17.3 mL, 237 mmol), and the mixture was 
heated under reflux for 7.5 hours. The resulting reaction 
solution was concentrated under reduced pressure. To the 
resulting residue were added, chloroform (220 mL) , water (60 
mL) and potassium carbonate (43.7 g, 316 mmol), and the 
mixture was then heated under reflux for 24 hours. The 
chloroform layer was separated from the resulting reaction 
solution and then concentrated under reduced pressure. To 
the resulting residue were added, the aqueous layer 
separated from the reaction solution, ethanol (200 mL) and 
potassium carbonate (10.9 g, 79.0 mmol), and the mixture was 
then heated under reflux for 20 hours. Potassium carbonate 
(10.9 g, 79.0 mmol) was further added to the reaction 
solution, and the mixture was then heated under reflux for 5 
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hours. The resulting reaction solution was then 
concentrated under reduced pressure. The resulting residue 
was dissolved in water and washed with chloroform. The 
aqueous layer was adjusted to pH 5 to collect deposited 
crystals by filtration and then was dried under reduced 
pressure to obtain the titled compound (18.8 g, a total 
yield of 88%) . 

X H-NMR (DMSO-d 6 ) 5 (ppm) : 2.93 (dd, J= 1.9, 13.5 Hz, 1H) , 
3.10 (dd, J= 4.3, 13.5 Hz, 1H) , 3.77 (dd, J = 6.3, 12.2 Hz, 
1H), 3.96 (dd, J= 10.3, 12.2 Hz, 1H) , 4.4-4.5 (m, 1H) , 7.2- 
7.4 (m, 5H) , 8.40 (s, 1 H) . 

The other enantiomer [(2?) -form] of this compound was 
synthesized by using an ethyl ester prepared from the 
corresponding amine [ (fl) -f orm] as in the initial stage of 
Reference Example 1. The analytical data of the (£)-form 
was completely identical to those of (S)-form. 

In following Reference Examples 7 to 9, target 
compounds were obtained in substantially the same manner as 
in Reference Example 6 by using corresponding esters instead 
of ethyl ester of ( S) -4- ( l-hydroxymethyl-2- 

phenylethylamino) -2-methylthiopyrimidine-5-carboxylic acid . 
Reference Example 7 

(S) -2-isopropyl-5-oxo-2, 3,5, 6-tetrahydroimidazo [1,2- 
c] pyrimidine-8-carboxylic acid 

!H-NMR (DMSO-d 6 ) 5 (ppm): 0.89 (d, J = 6.9 Hz, 3H) , 0.94 (d, 
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J= 6.9 Hz, 3H), 1.95-2.1 (m, 1H) , 3.81 (dd, J= 11.9, 17.2 
Hz, 1H), 4.0-4.15 (m, 2H) , 8.47 (s, 1H) . 
Reference Example 8 

{s) -2- (cyclohexylmethyl) -5-oxo-2, 3,5,6- 

tetrahydroimidazo [ 1 , 2-c] pyrimidine-8-carboxylic acid 

1 H-NMR (DMSO-d 6 ) 8 (ppm) : 0.85-1.05 (m, 2H) , 1.1-1.3 (m, 3H) , 

1.3-1.55 (m, 2H), 1.55-1.8 (m, 6H) , 3.55-3.75 (m, 1H) , 4.1- 

4.3 (m, 2H) , 8.45 (s, 1H) . 

Reference Example 9 

2, 2-dimethyl-5-oxo-2 , 3, 5, 6-tetrahydroimidazo [1, 2- 
c] pyrimidine-8-carboxylic acid 

1 H-NMR (DMSO-d 6 ) 5 (ppm): 1.42 (s, 6H) , 3.79 (s, 2H) , 8.45 (s, 
1H) . 

Reference Example 10 

(S) -6-chloro-2- ( l-hydroxymethyl-2-phenylethylamino) nicotinic 
acid 

Commercially available 2 , 6-dichloronicotinic acid (30.0 
g, 156 mmol) was dissolved in dioxane (500 mL) , and then to 
the solution were added (S) - (-) -2-amino-3-phenyl-l-propanol 
(35.43 g, 234 mmol, 1.5 equivalent) and triethylamine (65.3 
mL, 469 mmol) . The mixture was heated under reflux for 3 
days. To the reaction mixture was added water, and the 
mixture was extracted with chloroform, then resulting 
organic layer was washed with water and dried over anhydrous 
sodium sulfate. The resulting residue, obtained after the 
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evaporation of the solvent, was purified with silica gel 
column chromatography (chloroform : methanol : acetic acid = 
10:1:0.1) to obtain yellow crystals of the titled compound 
(28.1 g. 91.6 mmol, a yield of 59%). 

X H-NMR (DMSO-d 6 ) 5 (ppm) : 2.82 (m, 2H) , 3.2-3.7 (2H, 
overlapped peak with others), 4.14 (m, 1H) , 4.41 (br s, 1H) , 
6.44 (d, J= 7.8 Hz, 1H) , 7.1-7.4 (m, 5H) , 8.06 (d, J= 7.9 
Hz, 1H) , 9.38 (br s, 1H) . 
Reference Example 11 

(R) -6-chloro-2- ( l-hydroxymethyl-2-phenylethylamino) nicotinic 
acid 

Commercially available 2 , 6-dichloronicotinic acid (30.0 
g, 156 mmol) was dissolved in dioxane (500 mL) , and then to 
the solution were added (R) - ( + ) -2-amino-3-phenyl-l-propanol 
(35.43 g, 234 mmol, 1.5 equivalents) and triethylamine (65.3 
mL, 469 mmol) . The mixture was heated under reflux for 6 
days. To the reaction mixture was added water, and the 
mixture was extracted with chloroform, then resulting 
organic layer was washed with water and dried over anhydrous 
sodium sulfate. After the solvent was evaporated, n- 
hexane: ethyl acetate (3:1) was added and evaporated again to 
obtain yellow crystals of the titled compound (35.8 g. 117 
mmol, a yield of 75%) . 

1 H-NMR (DMSO-d 6 ) 6 (ppm): 2.86 (m, 2H) , 3.1-3.6 (2H, 
overlapped peak with others), 4.24 (m, 1H) , 5.0 (br s, 1H) , 
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6.59 (d, J= 8.1 Hz, 1H) , 7.1-7.3 (m, 5H) , 8.02 (d, J= 8.1 
Hz, 1H), 10.45 (d, J= 7.9 Hz, 1H) . 

Industrial Applicability 

According to the present invention, heterobicyclic 
compounds or pharmaceutically acceptable salts thereof, 
which have glucose concentration-dependent insulin secretion 
promoting action or hypoglycemic action and is useful as a 
therapeutic agent for diabetes or the like, are provided. 



